Amendments to the Specification; 



1. Please replace Table 1 in the specification with the following. 



Table 1 


Entry 


Name 


Structure 


1 


2-[(3-cyano-4,6-dimethyl-5-nitropyridin- 
2-yl)oxy]-N-[3- 
(trifluoromethy l)pheny 1] acetamide 


02N>J^^CN 


2 


N^-f2-aniino-6-chloropvriniidin-4-vn-N- 


CI 

H 


[3 -ftrifluoromethvDphenvll elvcinamide 


N 2 (2 amino 6 chloropyrimidin ^ yl) 
N-f3- 

(trifluoromethyl)phenyl] glycinami de 


3 


[2-amino-6-(methylthio)pyrimidin-4- 

yl]methyl [3- 
(trifluoromethyl)phenyl] carbamate 


1 

H 


4 


2- {[2-amino-5-cyano-6- 
(methylthio)pyrimidin-4-yl]thio}-N-[5- 
(trifluoromethyl)pyridin-2-yl]acetamide 


nV^^ h 


5 


N^-r2-amino-6-(methvlthio)pvrimidin-4- 

yll-N-[3- 

ftrifluoromethvOphenvHelvcinamide 


^1 H 


N 2 [2 amino 6 (mothylthio)pyrimidin 
1 yl] N [3 
(trifluoromothyr)phonyl]glycinamido 


6 


2- { [2-amino-6-(methylthio)pyrimidin-4- 
yl]oxy}-N-[3- 
(trifluoromethy l)pheny 1] acetamide 





2 



Table 1 


7 


2- {[2-amino-5-cyano-6- 
(methy lthio)pyrimidin-4-y l]thio } -N- [3 - 
(methyloxy)phenyl]acetamide 


N V' H 


8 


N^-f2-amino-6-morpholin-4- 
vlpvrimidin-4-vl)-N-[3- 
ftrifluoromethvDphenvllelvcinamide 
N 2 (2 amino 6 morpholin 4 
ylpyrimidin-4-yl)-N- [3 - 
(trifluoromethyl)phenyl] glycinamide 


Q 

H 


9 


2- { [2-amino-5 -cyano-6- 
(methylthio)pyrimidin-4-yl]thio } -N-(4- 
chlorophenyl)acetamide 




10 


2- { [2-amino-6-(l H- 1 ,2,3-benzotriazol- 1 - 
yloxy)pyrimidin-4-yl]thio } -N- [3 - 
(trifluoromethy l)pheny 1] acetamide 


1 N 

oAA H 

^ y ^- — 


11 


2- {[2-amino-5-cyano-6- 
(methylthio)pyrimidin-4-yl]thio } -N-(3 - 
chlorophenyl)acetamide 


N V' H 
0 


12 


N^-('2-amino-6-chloro-5 - 

formylp vrimidin-4-vl)-N- [3 - 
ftrifluoromethvDphenvllelvcinamide 
N 2 (2 amino 6 chloro 5 

formylpyrimidin A yl) N [3 
(trifluoromethyl)phenyl] glycinamide 


CI 

„xyCHO ^ 



3 
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13 


N^-[2-amino-5-fonnvl-6- 
fmethvlthio)pvrimidin-4-vll-N-[3- 
ftrifluoromethvl)phenvl]elvcinaniide 
N 2 [2 amino 5 formyl 6 
(mothylthio)p3aimidin-4-yl]-N-[3- 
(tnfluoromethyl)pheiiyl] glycinamide 




14 


2- {[2-amino-5-cyano-6- 
(methy lthio)pyrimidin-4-yl]oxy } -N- [3 - 
(trifluoromethy l)pheny 1] acetamide 


0 


15 


2- [(2-amino-6-chlorop)aimidin-4- 

yl)thio]-N-[3- 
(trifluoromethyl)phenyl] acetamide 


NH2 " f 


16 


2- {[2-amino-5-cyano-6- 
(methylthio)pyrimidin-4-yl]thio } -N- 
methyl-N-[3- 

(trifluoromethyl)phenyl]acetamide 




17 


N^- r4-amino-6-f methvlthio)- 1 .3 .5- 

triazin-2-vll-N-r3- 
(trifluoromethvOphenvllglvcinamide 
N 2 [1 amino 6 (methylthio) 1,3,5 

triazin 2 yl] N [3 
(trifluoromethyl)phenyl]glycinamide 


N^N ^ 

0 


18 


N^- [4-(dimethvlamino )-6-(methvlthio)- 
l,3,5-triazin-2-vn-N-r3- 
CtrifluoromethvDphenvllelvcinamide 


N^N ^ 


N 2 ['I (dimothylamino) 6 (methylthio) 
1,3,5 triazin 2 yl] N [3 
(tnfluoromethyI)phenyl]glycmamide 


19 


N^- [4-(methvlamino )-6-(methYlthio)- 




1.3.5-triazin-2-vll-N-r3- 
ftrifluoromethvnphenvll glycinamide 
N 2 ['I (mothylamino) 6 (methylthio) 


1,3,5 triazin 2 yl] N [3 
(trifluoromethyl)phenyl] glycinamide 
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20 


N^-[2-amino-5-cvano-6- 
fmethvlthio)pvrimidin-4-vll-N-[3- 
ftrifluoromethvl)phenvllelvcinamide 
N 2 [2 amino 5 cyano 6 
(mothylthio)pyrimidin 4 yl] N [3 
(trifluoromethyl)phenyl]glycinamide 


0 


21 


2-|[2-amino-5-cvano-6- 
fmethvlthio)pvrimidin-4-vllthio \ -N-r3- 
ftrifluoromethvDphenvlJacetamide 
'2 [[2 amino 5 cyano 6 


J1H2 

N 


(mothylthio)pyrimidin 1 yl]thio) N [3 
(trifluoromethy l)pheny 1] acetamide 


22 


2-1 [2-amino-5 -cvano-6- 
('methvlthio)pvrimidin-4-vllthio 1 -N- [3 - 

('butvloxv)phenvll acetamide 
'2 ([2 amino 5 cyano 6 


N 1 


(mothylthio)pyrimidin 1 yljthio) N [3 
(butyloxy)phenyl] acetamide 


23 


2- { [2-amino-5-cvano-6- 
(methvlthio)pvrimidin-4-vllthio 1 -N- 1 ,3- 


\)_S 0 


bcnzothiazol-2-vlacetamide 
'2 {[2 amino 5 cyano 6 


(mothylthio)pyrimidin ^ yljthio} -N- 1,3- 
benzothiazol 2 ylacetamide 


24 


2- ( f2-amino-5-cvano-6- 
(methvlthio')pvrimidin-4-vllthio 1 -N-CS - 


^ ^NH NH2 


ethyl- 1 .3 .4-thiadiazol-2-vnacetamide 

'2 ([2 amino 5 cyano 6 


(mothylthio)pyrimidin 1 yljthio) N (5 
ethyl 1,3,1 thiadiazol 2 yl)acetamide 


25 


2- |[2-amino-5-cvano-6- 
(methvlthio)pvrimidin-4- yljthio } -N-(4- 
methyl- 1 ,3-thiazol-2-ynacetamide 


NH2 


'2 [[2 amino 5 cyano 6 


N 


(mothylthio)pyrimidin 1 yljthio] N (1 
methyl 1,3 thiazol 2 yl)acetamide 


26 


2-amino-4- 1 r2-f3 ,5 -dimethyl- 1 H- 
pyrazol- 1 -y n-2-oxoethyllthio 1-6- 

fmethvlthio)pyrimidine-5-carbonitrile 
'2 amino 1 [[2 (3,5 dimethyl IH 
pyrazol 1 yl) 2 oxoethyljthio] 6 

(mothylthio)pyrimidino-5-carbonitrilo 


N 

NH2 
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27 


2-1 [2-amino-5 -cvano-6- 
fmethvlthio)p vrimidin-4-vl1thio ) -N- 1,3- 


NH2 

LI 

N 


thiazol-2-vlacetamide 
'2 [[2 amino 5 cyano 6 


(mothylthio)pyrimidin-4-yl]thio) -N-1 ,3- 
thiazol 2 ylacetamide 


28 


ethyl 5-[({[2-amino-5-cyano-6- 

(methylthio)pyrinriidin-4- 
yljthio} acetyl)amino]-4-cyano-3- 
methylthiophene-2-carboxylate 


\ 


29 


2-{[2-amino-5-cyano-6- 
(methylthio)pyrimidin-4-yl]thio } -N- 
pyridin-2-ylacetamide 


0 


30 


2-amino-4-({2-[2,5- 
bis(methyloxy)phenyl]-2- 
oxoethyl}thio)-6- 
(methylthio)pyrimidine-5-carbonitrile 


0 Ov^ 


31 


2- {[2-amino-5-cyano-6- 
(methylthio)pyrimidin-4-yl]thio } -N-[4- 
fluoro-3- 
(trifluoromethy l)phenyl] acetamide 




32 


2-[(2,6-diaminopyrimidin-4-yl)thio]-N- 
[4-fluoro-3- 
(trifluoromethy l)pheny 1] acetamide 


H2N 

^1 H 
H2N^N^S^'^YV^^' 


33 


2- [(2 , 6-diaminopyrimidin-4-y l)thio] -N- 
[3-(trifluoromethyl)phenyl]acetamide 


H2N 

•^1 H 
H2N^N^S^'^^j^C^3 



6 
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34 


2- {[2-amino-5-cyano-6- 
(methy lthio)pyrimidin-4-y l]thio } -N- [4- 
chloro-3- 
(trifluoromethy l)pheny 1] acetamide 


^"V™ H 

^ CI 


35 


2-amino-4-(methylthio)-6-( {2-oxo- 1 -[3- 
(trifluoromethyl)phenyl]pyrrolidin-3 - 
yl} thio)pyrimidine-5 -carbonitrile 




36 


2-{[2-amino-5-cyano-6- 
(methylthio)pyrimidin-4-yl]thio}-N-[6- 
(trifluoromethyl)p3n:idin-2-yl]acetamide 




37 


2- {[2-amino-5-cyano-6- 
(methy lthio)pyrimidin-4-y IJthio } -N- [4- 
(trifluoromethyl)pyridin-2-yl]acetamide 


0 N^jJ 


38 


{6-(methylthio)-2- 
[(phcnylmethyl)amino]pyrimidin-4- 

yl} methyl [3- 
(trifluoromethy l)pheny 1] carbamate 




39 


[6-(methylamino)-2- 
(methylthio)pyrimidin-4-yl]methyl [3- 
(trifluoromethyl)phenyl] carbamate 


H 


40 


{2-(methylthio)-6- 
[(phenylmethyl)amino]pyrimidin-4- 

yljmethyl [3- 
(trifluoromethyl)phenyl] carbamate 


H 



7 
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41 


2-{[2-(acetylamino)-5-cyano-6- 
(methy lthio)pyrimidin-4-y l]thio } -N- [3 - 
(trifluoromethy l)pheny 1] acetamide 




42 


(2S)-2- {[2-amino-5-cyano-6- 
(methy lthio)pyrimidin-4-yl]oxy } -N- [3 - 
(trifluoromethyl)phenyl]propanamide 


,N p F 

/>— 0 HN— (\ /> 
H?N 0 


43 


2-[(2-amino-6-chloro-5- 
formy lpyrimidin-4-yl)thio] -N-[3 - 
(trifluoromethy l)phenyl] acetamide 


NH2 


44 


N 2 [2 amino 5 (hydroxymothyl) 6 

(mothylthio)pyrimidin A yl] N [3 
(trifluoromethyl)phenyl] glycinamide 


NH2 

OH ° 


45 


2-{[2-amino-5-formyl-6- 
(methylamino)pyrimidin-4-yl]thio}-N- 
[3-(trifluorometiiyl)phenyl]acetamide 


NH2 

N^N ,, F 
1 II H 


46 


2- {[2-amino-5-formyl-6- 
(methylthio)pyrimidin-4-yl]oxy } -N- [3 - 
(trifluoromethy l)phenyl] acetamide 


NH2 

s ° ^ 


47 


2- {[4-amino-6-(methylthio)- 1 ,3,5- 

triazin-2-yl]oxy } -N-[3- 
(trifluoromethy l)pheny 1] acetamide 





8 
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48 


2- { [2-amino-6-(methylthio)pyrimidin-4- 
yl]thio}-N-[3- 
(trifluoromethy l)pheny 1] acetamide 




49 


2-amino-4-(methylthio)-6-{[2-oxo-2-(3- 
0X0-3, 4-dihydro-2H-l, 4-benzoxazin-6- 
yl)ethyl]thio } pyrimidine-5 -carbonitrile 


H2N N S^V'^^'^N^O 


50 


2-[(2-amino-6-chloro-5- 
formy lpyrimidin-4-yl)oxy] -N-[3 - 
(trifluoromethy l)pheny 1] acetamide 


NH2 


51 


2- { [2-amino-5-fomiyl-6- 
(phenylthio)pyrimidin-4-yl]thio } -N-[3 - 
(trifluoromethy l)phenyl] acetamide 




52 


2-{[2-amino-5-(hydroxymethyl)-6- 
(phenyIthio)pyrimidin-4-yl]thio}-N-[3- 
(trifluoromethy l)pheny 1] acetamide 


^ NyN " F 
NH2 


53 


2- {[2-amino-5-cyano-6- 
(methy lthio)pyrimidin-4-yl]thio } -N- [2- 
methyl-3- 
(trifluoromethy l)pheny 1] acetamide 




54 


2- {[2-amino-5-cyano-6- 
(methylthio)pyrimidin-4-yl]thio}-N-[2- 
(methyloxy)-5- 
(trifluoromethy l)pheny 1] acetamide 


CF3 



9 
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55 


2- { [2-amino-5 -cyano-6- 
(methylthio)pyrimidin-4-yl]thio } -N- [2- 
chloro-5- 
(trifluoromethy l)pheny 1] acetamide 


H2N>^N S^j^X^ 
T 


56 


2- { [2-amino-5-(hydroxymethyl)-6- 
(methylthio)pyrimidin-4-yl]oxy}-N-[3- 
(trifluoromethyl)phenyl]acetamide 


NH2 
X 


57 


N^-(6-amino-lH-pvrazolo[3,4- 
dlpvrimidin-4-vn-N-[3- 
(trifluoromethvOphenvllelvcinamide 
i\i-/,-^^o-uniiiio- iri-pyru.zoiuLJj't- 
djpyrimidin ^ yl) N [3 
(trifluoromothyl)phonyl]glycinamido 


NH2 


58 


N^-r2-amino-5-rrEVhvdrazonomethvll- 
6-rmethvlthio)pyrimidin-4-vll -N- [3 - 
Ctrifluoromethvnphenvllelvcinamide 


NHo 
1 

NH2 


N 2 [2 amino 5 [(E) hydrazonomothyl] 
6 (methylthio)pyrimidin 1 yl] N [3 
(trifluoromothyl)phonyl]glycinamido 


59 


N'-r2-amino-5-r(E)- 
fhvdroxvimino)methvll-6- 
fmethvlthio)pvrimidin-4-vll-N-r3- 
(trifluoromethvnphenvllelvcinamide 
N 2 [2 amino 5 [(E) 
(hydroxyimino)mothyl] 6 
(methylthio)pyrimidin 1 yl] N [3 
(trifluoromothyl)phonyl]glycinamido 


OH 


60 


N^-r2-amino-5-cvano-6- 
fmethvlthio)pvrimidin-4-vll-N- [3 - 
ftrifluoromethvnphenvll-L-alaninamide 


NH2 

' ON " 0 


N 2 [2 amino 5 cyano 6 
(methylthio)pyrimidin A yl] N [3 
(trifluoromothyl)phonyl] L alaninamido 



10 
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61 


2- { [2-amino-5-cyano-6- 
(methylamino)pyrimidin-4-yl]thio}-N- 
[3-(trifluoromethyl)phenyl]acetamide 




62 


2- {[2-amino-5-cyano-6- 
(methylthio)pyrimidin-4-yl]thio } -N-[2- 
amino-5- 
(trifluoromethy l)pheny 1] acetamide 


H2NyN s^^X^ 


63 


2-amino-4-(methylthio)-6-( { [6- 
(trifluoromethy 1)- 1 H-benzimidazol-2- 
y IJmethyl} thio)pyrimidine-5 -carbonitrile 


H2N 

N F 


64 


2-[2-amino-5-cyano-6- 
(methy lthio)pyrimidin-4-yl]-N- [3 - 
(trifluoromethyl)phenyl]hydrazinecarbo 
xamide 


S\^H H F 


65 


N^-[5-cvano-2-(methvlamino)-6- 
( methylthio )p vrimidin-4- vl] -N- [3 - 
(trifluoromethvDphenvllelvcinamide 
N 2 [5 cyano 2 (methylamino) 6 
(mothy lthio)pyrimidin-4-yl]-N- [3 - 


iV" " v 

H 6 KJ 


66 


2- {[2-amino-5-cyano-6- 
(dimethylamino)pyrimidin-4-yl]thio } -N- 
[3-(trifluoromcthyl)phcnyl]acctamidc 


^N^ N 

0 \^ 


67 


(S)- 1 -[2-amino-5-cyano-6- 
(methy lthio)pyrimidin-4-yl]-N- [3 - 
(trifluoromethyl)phenyl]prolinamide 


1^ H 



11 
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68 


(2R)-2- {[2-amino-5-cyano-6- 
(methylthio)pyrimidin-4-yl]oxy}-N-[3- 
(trifluoromethyl)phenyl]propanamide 


F 

HoN ^ 0 


69 


l-{[2-amino-5-cyano-6- 
(methy lthio)pyrimidm-4-y l]oxy } -N- [3 - 
(trifluoromethyl)phenyl]cyclopropanecar 
boxamide 


Ho 


N 


70 


(2S)-2- {[2-amino-5-cyano-6- 
(methylthio)pyrimidin-4-yl]oxy}-3- 

methyl-N-[3- 
(trifluoromethyl)phenyl]butanamide 


H2N —\ 0 

F 


71 


N^-[5-cvano-2-(dimethvlamino)-6- 
(methvlthio)pvrimidin-4- vH-N- [3 - 
ftrifluoromethvOphenvllelvcinamide 
N-2-[5-cyano-2-(dimethylamino)-6- 
(methylthio)pyrimidin A yl] N [3 
(trifluoromothyl)phonyl]glycinamido 




72 


N^-[2-amino-5-cvano-6- 
Cmethvlthio'lp vrimidin-4 -y 11 -N^-methyl- 
N-r3- 

rtrifluoromethynphenyll elycinamide 
N 2 [2 amino 5 cyano 6 

(mcthylthio)pvrimidin 1 yl] N 2 
moth) ! N [3 
(trifluorQrn-CtliyI)ph-Ciiyl]glyciriiiniidc 




73 


l-{[2-amino-5-cyano-6- 
(methy lthio)pyrimidin-4-y 1] amino } -N- 
[3- 

(trifluoromsthyl)ph6nyl]cyclopropan6car 
boxamide 


Ho 


N 

M 


74 


N^-[2-amino-5-cyano-6- 

fmethylsulfinynpyrimidin-4-yl]-N-[3- 
ftrifluoromethyl)phenyl]-L-alaninamide 




N 2 [2 amino 5 cyano 6 


(methylsulfinyl)pyrimidin A yl] N [3 
(trifluoromothyl)phonyl]-L-alaninamido 



12 
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75 


N^-[2-amino-5-cvano-6- 
fmethvlsulfonvl)pvrimidin-4-vll-N-r3- 


0 

H2N N N^Sf "^V^^Vc 

0 


ftrifluoromethvl)phenvl]-L-alaninamide 
N 2 [2 amino 5 cyano 6 


(mothylsulfonyl)pyrimidin \ yl] N [3 
(trifluoroni6thyl)phciiyl] L alaninamidc 


76 


N^-f 5 -cvano-2-moipholin-4- 
vlpvrimidin-4-vn-N- [3 - 

ftrifluoromethvnphenvllelvcinamide 
N 2 (5 cyano 2 morpholin 4 
ylpyrimidin 4 yl) N [3' 
(trifluoromothyl)phonyl] glyoinamido 




11 


2- { [2-amino-5-cyano-6- 
(methy lthio)pjaimidin-4-y IJthio } -N- 
[3,5- 

bis(trifluoromethyl)phenyl]acetamide 


CF3 


78 


N^-[2-amino-5-cvano-6- 
(methvloxv)pvrimidin-4-vll-N-f3- 
(trifluoromethvDphenvll-L-alaninamide 
N 2 [2 amino 5 cyano 6 
(mothyloxy)pyrimidin-4-yl]-N-[3- 
(trifluoromethyl)phenyl] L alaninamidc 




79 


N'^-r2-amino-5-cvano-6- 
fmethvlthio)pvrimidin-4-vll-N-|'2- 
rmethvloxvV5-ftrifluoromethYl)phenvll- 
L-alaninamide 
N 2 [2 amino 5 cyano 6 
(mothylthio)pyrimidin ^ yl] N [2 
(methyloxy) 5 (trifluoromethyl)phcnyl] 




L alaninamidc 


80 


N^-r2-amino-5-cvano-6- 
('methvlthio)pvrimidin-4-vll-N-['2- 
chloro-5-ftrifluoromethvl)phenvll-L- 
alaninamide 
N 2 [2 amino 5 cyano 6 
(mGthylthio)pyrimidin 1 yl] N [2 
chloro 5 (trifluoromethyl)phenyl] L 
alaninamido 





13 
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81 


N^-[2-amino-5-cvano-6- 
fmethvlthio)pvrimidin-4-vll-2-methvl- 

N-r3- 

ftrifluoromethvDphenvllalaninamide 
N 2 [2 amino 5 cyano 6 


" I u 


(mothylthio)pyrimidin 1 yl] 2 methyl 
(trifluoromethyl)phenyl]alaninamide 


82 


N^-[2-amino-5-cvano-6- 
fmethvlthio)pvrimidin-4-vll -N- (3 - [(4- 


1 


methvlpiperazin- 1 -vncarbonvllphenvU - 
L-alaninamide 
N 2 [2 amino 5 cyano 6 


(mothylthio)pyrimidin ^ yl] N (3 [(1 


mothylpiporazin 1 yl)carbonyl]phonyi] 
L alaninamide 


83 


N^-[2-amino-5-cvano-6- 
(methvlthio)pvrimidin-4- vll-N- [3 - 
(trifluoromethvDphenvll-D-alaninamide 
N 2 [2 amino 5 cyano 6 
(mothylthio)pyrimidin-4-yl]-N-[3- 
(trifluoromethyl)phenyl] D alaninamide 




84 


2-[(2-amino-5-cyano-6-morpholin-4- 
ylpyrimidin-4-yl)thio] -N-[3 - 
(trifluoromethy l)pheny 1] acetamide 


NH2 

0^ ill 0 ^ 

N 


85 


(R)-l-[2-amino-5-cyano-6- 
(methy Ithio )pyrimidin-4-y 1] -N- [3 - 
(trifluoromethy l)phenyl] pro linamide 


11 Ac 

H2N^N^N-^ W 


86 


N^-[2-amino-5-cvano-6- 
f methvlthio)pvrimidin-4-vll-N- 13 - 
ftrifluoromethvnphenvll-L- 

omithinamide 
N 2 [2 amino 5 cyano 6 
(methylthio)pyrimidin ^ yl] N [3 
(trifluoromothyl)phonyl] L 
omithinamide 


i\ Y " 



14 
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87 


N^-[2-amino-5-cvano-6- 
('methvlthio)pvrimidin-4-vll-N^-|"2- 

f dimethvlamino)ethvl] -N- [3 - 
ftrifluoromethvnphenvllelvcinamide 

N-2-[2-amino-5-cyano-6- 
(methylthio)pyrimidin 4 yl] N 2 [2 

(dimothylamino)cthyl] N [3 
(trifluoromethyl)phcnyl]glycinamide 


\s 

'|\'' H 


88 


N^-[2-amino-5-cvano-6- 
fethvloxv)pvrimidin-4-vll-N-r3- 
ftrifluoromethvOphenvll-L-alaninamide 
N 2 [2 amino 5 cyano 6 
(othyloxy)pyrimidin A yl] N [3 
(tnfluoromethyl)phenyl] L alaninamide 


^0 

0 \^ 


89 


N^-('2.6-diammo-5-cvanopvrimidin-4- 
vn-N-rS-ftrifluoromethvnphenvll-L- 
alaninamide 


NH2 


N 2 (2,6 diamino 5 cyanopyrimidin 4 
yl) N [3 (trifluoromothyl)phonyl] L 
alaninamide 


90 


N^-('2-amino-5-cvanopvrimidin-4-vn-N- 
r3-(trifluoromethvnphenvll-L- 
alaninamidc 




N 2 (2 amino 5 cyanopyrimidin 4 yl) 
N [3 (trifluoromothyl)phonyl] L 
alaninamide 


91 


N^-[2-amino-5-cvano-6- 
rmethvlthio')pvrimidin-4-vll-N-2- 
methvl-N-f3-ftrifluoromethvl)phenvl]-L- 
alaninamide 
N 2 [2 amino 5 cyano 6 
(mothylthio)pyrimidin 1 yl] N 2 




mothyl N [3 (trifluoromothyl)phonyl] L 
alaninamide 


92 


N^-[2-amino-5-cvano-6- 
('methvlthio')pvrimidin-4-vl]-N-(3- { [2- 




('diethvlamino)ethvl]oxv}phenYl)-L- 
alaninamide 
N 2 [2 amino 5 cyano 6 


(mcthylthio)pyrimidin 1 yl] N (3 {[2 
(diethylamino)ethyl]oxy] phenyl) L 
alaninamide 



15 
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93 


2-[2-amino-5-cyano-6- 
(methylthio)pyrimidin-4-yl]- 1 ,2- 
dimethyl-N-[3- 
(trifluoromethyl)phenyl]hydrazinecarbo 
xamide 




94 


N^-r2-amino-5-cvano-6- 
fmethylthio )pvrimidin-4- vll-N- [3 - 
amino-S-ftrifluoromethvDphenvll-L- 
alaninamidc 
N 2 [2 amino 5 cyano 6 
(mothylthio)pyrimidin i yl] N [3 
amino 5 (trifluoromethyl)phenyl] L 


^ 0 KJ 

NH2 


95 


ethyl [l-[2-amino-5-cyano-6- 
(methylthio)p3a'imidin-4-yl]-2-({[3- 
(trifluoromethyl)phenyl]amino}carbonyl 
)hydrazino] acetate 


H T H H 

„ J 0 ^ 
Et02C 


96 


2-[2-amino-5-cyano-6- 

(methylthio)pyrimidin-4-yl]-2-methyl- 

N-[3- 

(trifluoromethyl)phenyl]hydrazinecarbo 
xamide 


'm 1 H H 

1 0 


97 


3,5-diamino-4,6-dimethyl-N-[3- 
(trifluoromethy l)pheny 1] fliro [2,3- 
b]pyridine-2-carboxamide 


T 1 if H 

0 


98 


3-amino-4,6-dimethyl-5-nitro-N-[3- 
(trifluoromethy l)pheny 1] furo [2,3- 
b]pyridine-2-carboxamide 




99 


N^-f2-amino-5-cvano-6- 
hvdroxvpvrimidin-4-vl)-N-|'3- 
ftrifluoromethvl)phenvll-L-alaninamide 
N 2 (2 amino 5 cyano 6 
hydroxypyrimidin ^ yl) N [3 
(trifluoromothyl)phonyl] L alaninamido 


OH 
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N^-|'5-cvano-2-fmethvlthio)pvrimidin-4- 
yll-N-r3- 

ftrifluoromethyDphenvllelvcinamide 
N 2 [5 cyano 2 (methylthio)pyrimidin 




1 yl] N [3 
(trifluoromethyl)phenyl]glycinamide 


101 


N^-[2-amino-5-cyano-6- 
(methylthio)pyrimidin-4-vll-N^- 
(tetrahydro-2H-pyran-4-ylmethvl)-N-|"3- 




ftrifluoromethynphenyllelycinamide 
N 2 [2 amino 5 cyano 6 
(methylthio)pyrimidin -1 yl] N 2 


(totrahydro 2H p>Tan 1 ylmothyl) N [3 
(trifluoromethyl)phenyl]glycinamide 


102 


N^-('2-amino-5-cvano-6- ([2- 
('dimethvlamino)ethvlloxvlpvrimidin-4- 
vn-N-[3-(trifluoromethvl)phenvll-L- 
alaninamide 
>J 2 (2 amino 5 cyano 6 [[2 
(dimethylamino)ethyl]oxy] pyrimidin ^ 


1 
1 


yl) N [3 (trifluoromothyl)phonyl] L 
alaninamide 


103 


N^-[2-amino-5-cvano-6- 
rmethvlthio')pvrimidin-4-vll-N^- ( ff 1 , 1 - 

dimethvlethvnoxv] carbonvl 1 -N- f 3 - 
rtrifluoromethvnphenvll-L-lvsinamide 

N 2 [2 amino 5 cyano 6 
(mothylthio)pyrimidin 4 yl] N 6 [[(1,1 


NH2 Y 

An ^ ^ 


dimothylothyl)oxy]carbonyl j N [3 
(trifluoromethyl)phenyl] L lysinamide 


104 


2-amino-4-(methylthio)-6-(methyl {( 1 S)- 
1 - [6-(trifluoromethy 1)- 1 H-benzimidazol- 
2-yl]ethyI} amino )pyrimidine-5- 

carbonitrile 


1 

S^N^NH2 

i H 


105 


N^-r2-amino-5-cyano-6- 
fmethvlthio)pvrimidin-4-vl]-N -[2- 
( tetrahvdro-2H-Dvran-4- vDethvll -N- [3 - 
(trifluoromethvl)phenvl]glvcinamide 

N 2 [2 amino 5 cyano 6 
(mothylthio)p>Timidin 1 yl] N 2 [2 


NH2 

N^N ^0 


(totrahydro 2H pyran ^ yl)othyl] N [3 
(trifluoromothy l)phony 1] gly cinamido 
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N^-[2-amino-5-cvano-6- 
fmethvlthio)p vrimidin-4-vll-N- [3 - ( [2- 

f diethvlamino)ethvl] amino 1 - 5 - 
ftrifluoromethvnphenvl]-L-alaninamide 
N-2-[2-amino-5-cyano-6- 


NH2 ^^N^^ 

CN 0 

CF3 


(mcthylthio)pyrimidin ^ yl] N [3 [[2 

(diothylamino)othyl] amino) -5- 
(trifluoromethyl)phenyl] L alaninamide 


107 


2-amino-4-(methylthio)-6-( {( 1 S)- 1 -[6- 
(trifluoromethyl)- 1 H-benzimidazol-2- 
y 1] ethyl } amino)pyrimidine-5 - 
carbonitrile 


N ^NH N"^*^ 
>=N 
H2N 


108 


2- {2-amino-5-cyano-6-[ 1 -(3- 
trifluoromethyl-plienylcarbamoyl)" 1 S" 
ethylamino] -pyrimidin-4-ylamino } -N- 
(3-trifluoromethyl-phenyl)-2S- 
propionamide 


V T I H 

0 


109 


N^-r2-amino-5-cvano-6- 
('methvlthio')pvrimidin-4-vll-N^-methvl- 


NH2 

N^N ^ 
CN 1 0 


N-CS -methvlphenvDelvcinamide 

N 2 [2 amino 5 cvano 6 
(mcthylthio)pvrimidin 1 vl] N 2 
mothyl N (3 mothylphonyl)gIycinamido 


110 


N^-r2-amino-5-cvano-6- 
rmethvlthio^pvrimidin-4-vll-N^-methvl- 

N-r3-(i- 

methvlethvOphenvll glycinamide 

N 2 [2 amino 5 cyano 6 
(mothylthio)pyrimidin 1 yl] N 2 

methyl N [3 (1 
mothylothyl)phonyl]glyoinamido 


NH2 

1 

N^N ^ 1 
CN 1 0 
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N^-[2-amino-5-cvano-6- 
fmethvlthio)pvrimidin-4-vll-N^- 
[iminofnitroamino)methvll-N-r3- 
ftrifluoromethvnphenvll-L- 

omithinamide 
N 2 [2 amino 5 cyano 6 
(mothylthio)pyrimidin 4 yl] N 5 
[imino(nitroammo)methyl] N [3 
(trifluoromothyl)phonyl]-L- 
omithinamide 


NH2 ^ Y 

N^N ^ ^ ^^m2 

CN " 0 


112 


methyl 3-({N-[2-amino-5-cyano-6- 
(methylthio)pyrimidin-4-yl]-L- 
alany 1 } amino)-5 - 
(trifluoromethyl)benzoate 


NH2 
1 

N^N - ^ 

CN 0 

CO2CH3 


113 


N^-f2-amino-5-cvano-6- 
('methvlthio)pvrimidin-4-vll-N-f3- 
nitrophenvlVL-alaninamide 
N 2 [2 amino 5 cyano 6 
(mothylthio)pyrimidin 1 yl] N (3 
nitrophenyl) L alaninamide 


NH2 
1 

N^N . ^ 

CN 0 


114 


N^-[2-amino-5-cvano-6- 
('methvlthio)pvrimidin-4-vll-N- [3 - 
Ctrifluoromethvnphenvll-L-lvsinamide 
N 2 [2 amino 5 cyano 6 

(mothylthio)pyrimidin ^ yl] N [3 
(trifluoromethyl)phenyl] L lysinamide 


N^N ^ ^ 

CN 0 \^ 


115 


N^-f2-amino-5-cvano-6- 
(propvloxv')pvrimidin-4-vll-N- [3 - 
(trifluoromethvnphenvl]-L-alaninamide 


NH2 

CN 0 


N 2 [2 amino 5 cyano 6 
(propyloxy)pyrimidin A yl] N [3 
(trifluoromethyl)phenyl] L alaninamide 


116 


N^-r5-cvano-2-ir2- 
(methYloxv)ethvl]aminol -6- 
fmethvlthio)pvrimidin-4-vl]-N- [3 - 
ftrifluoromethvnphenvl]-L-alaninamide 
N 2 [5 cyano 2 ([2 
(mothyloxy)cthyl] amino j -6- 
(mcthylthio)pyrimidin 1 yl] N [3 
(trifluoromcthyl)phcnyl]-L-alaninamidc 


HN — ■ 

N^N 1 ^ 

CN " 0 
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N^-[2-amino-5-cvano-6- 
fmethvlthio)pvrimidin-4- vl]-N- [3 - 
ftrifluoromethvnphenvll-L-argininamide 
N 2 [2 amino 5 cyano 6 
(mothylthio)pyrimidin 1 yl] N [3 


J NH 


(trifluoromothyl)phonyl] L argininamido 


118 


N^-[2-amino-5-cvano-6- 
fmethvlsulfinvnpvrimidin-4-vll-N^- 
methyl-N- [3 -ftrifluoromethvDphenvll -L- 


1 

N^N - ^ 

0 CN 1 0 


alaninamide 
N 2 [2 amino 5 cyano 6 
(mothylsulfinyl)pyrimidin-4-yl]-N-2- 


methyl N [3 (trifluoromethyl)phenyl] L 
alaninamidc 


119 


N -r2-amino-5-cvano-6- 
(mcthvloxv)pvrimidin-4-vl]-N^-mcthvl- 


NHo 
] 

N^N 1 ^ 

CN 1 0 


N- [3 -(trifluoromethvOphenvll -L- 
alaninamide 
N 2 [2 amino 5 cyano 6 
(mothyloxy)pyrimidin '1 yl] N 2 


methyl N [3 (trifluoromethyl)phenyl] L 

alaninamido 


120 


N'^-r2-amino-5-cvano-6- 
(propvioxv)pvrimidin-4-vll-N^-methvl- 
N- [3 -ftrifluoromethvDphenvll -L- 
alaninamide 
N 2 [2 amino 5 cyano 6 


NH2 

CN 1 0 


(propyloxy)pyrimidin 1 yl] N 2 mothyl 
N [3 (trifluoromethyl)phenyl] L 
alaninamido 


121 


N'^-r2-amino-5-cvano-6- 
fethvloxv)pvrimidin-4-vl]-N^-methvl-N- 


NHo 
] 

1 f H 

CN 1 0 


r3-ftrifluoromethvnphenvll-L- 
alaninamide 

N 2 [2 amino 5 cyano 6 


(othyloxy)pyrimidin 1 yl] N 2 mothyl 
N [3 (trifluoromethyl)phenyl] L 
alaninamido 


122 


N^-|2-amino-5-cvano-6-r(l- 
methvlethvl)oxv]pvrimidin-4-vU-N-|'3- 
ftrifluoromethvl)phenvl]-L-alaninamide 

N 2 [2 amino 5 cyano 6 [(1 


NH2 

i 1^1 1 " 


methylethyl)oxy]pyrimidin ^ yl] N [3 
(trifluoromothyl)phonyl] L alaninamido 
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N^-acetvl-N^-r2-amino-5-cvano-6- 
fmethvlthio)pvrimidin-4-vll-N- [3 - 
ftrifluoromethvOphenvll-L- 
omithinamide 
N 5 acetyl N 2 [2 amino 5 cyano 6 
(methylthio)pyrimidin 4 yl] N [3 
(trifluoromothyl)phonyl]-L- 
ornithinamide 


NH, 
N^N ^ 

CN " 0 


124 


N -[2-amino-5-cvano-6- 
fmethvlthio)pvrimidin-4-vll-N-(3- 
aminophenvD-L-alaninamide 
N 2 [2 amino 5 cyano 6 
(mothylthio)pyrimidin A yl] N (3 
aminophenyl) L alaninamide 


NH2 

X 

CN 0 


125 


3-( {N-[2-amino-5-cyano-6- 
(methylthio)pyrimidin-4-yl]-L- 
alanyl}amino)-N-[2- 
(dimethy lamino)ethy 1] -5 - 
(trifluoromethyl)benzamide 


NHo ^ 
N^N I |_| NH 

CN " 0 

CF3 


126 


2-(methyloxy)ethyl ((4S)-4- {[2-amino- 
5-cyano-6-(methylthio)pyrimidin-4- 
yl] amino } -5 -oxo-5 - { [3 - 
(trifluoromethy l)pheny 1] amino } pentyl)c 
arbamate 


CN 0 


127 


2- [2-amino-5 -cyano-6- 
(ethyloxy)pyrimidin-4-yl]-N- [3 - 
(trifluoromethyl)phenyl]hydrazinecarbo 
xamide 


NH2 

1 

CN " 0 


128 


1 , 1 -dimethylethyl ((4S)-4- { [2-amino-5- 
cyano-6-(ethyloxy)pyrimidin-4- 
yl] amino } -5 -oxo-5 - { [3 - 
(trifluoromethyl)phenyl] amino } pentyl)c 
arbamate 


H 

CN " 0 
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N-2-[2-amino-5-cyano-6- 
(ethyIoxy)pyrimidin-4-yl]-N- [3 - 
(trifluoromethyl)phenyl]-L- 
omithinamide 


1 ^^"^ f H 
CN 0 


130 


3-( {N-[2-amino-5-cyano-6- 
(methylthio)pyrimidiii-4-yl]-N- 

methyl-L-alanyl) amino)-N-[2- 
(ditnethylamino)ethyl] -5 - 
(trifluoromethyl)benzamide 


-.CHg Chiral 

CH3O 

HN^O 

HgC'^-CHg 


131 


3-( {N-[2-amino-5-cyano-6- 
(niethylthio)pyrimidin-4-yl]-N-methyl- 
L-alanyl} amino)-N-[3-(4- 
methylpiperazin- 1 -yl)propyl]-5- 
(trifluoromethyl)benzamide 


g-CHg Chiral 

H 1^ 9H3H 
CH30 

H3C-N^ 


132 


N^-[2-amino-5-cvano-6- 
fmethvlthio)pvrimidin-4-vll-N^-methvl- 
N- (3-[rtrifluoromethvnoxvlphenvll -L- 
alaninamide 
N- 2- [2 amino 5 cyano 6 
(mothylthio)pyrimidin 1 yl] N- 2- 

methyl N [3 
[(trifluoromethyl)oxy]phenyl] L 
alaninamido 


„.CH3 Chiral 

CH3O F ^ 
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N^-[2-amino-5-cvano-6- 
fmethvlthio)pvrimidin-4-vll-N-('3- 
bromophenvD-N -methvl-L-alaninamide 
N" 2" [2 amino 5 cyano 6 
(mothylthio)pyrimidin 4 yl] N (3 
bromophenyl) N- 2- methyl L 
alaninamidc 


H3C-S 

N-V%H3H 

CH3O 


134 


N^-r2-amino-5-cvano-6- 
( methvlthio)pvrimidin-4- vll-N- ( 2- ( [2- 


g.CHg Chiral 

CH30qA^ f 
H3C'N-CH3 


(dimethvlamino)ethvlloxv ' -5- 
[ftrifluoromethvDoxvlphenvl \ -N^- 
methvl-L-alaninamide 
N- 2- ■ [2 amino 5 cyano 6 


(mothylthio)pyrimidin ^ yl] N (2 ([2 

(dimothylamino)othyl]oxy] 5 
[(trifluoromethyl)oxy]phenyl} N- 2- 
mothyl-L-alaninamido 


135 


3-({N-[2-amino-5-cyano-6- 
(methy lthio)pyrimidin-4-y 1] -N-methy 1 - 
L-alanyl}amino)-N-(2-morpholin-4- 
ylethyl)-5-(trifluoromethyl)benzamide 


g-CHg Chiral 

CH3O iLj^J 

HN^O 

0 


136 


N^-[2-amino-5-cvano-6- 
(ethvloxv)pvrimidin-4-vll-N^-methvl-N- 


CH3 NH^ 

f H F p 
CH3O 


[3-rtrifluoromethvnphenvll-L- 
Ivsinamide 
N- 2- [2 amino 5 cyano 6 


(ethyloxy)pyrimidin 1 yl] N-2- methyl 
N [3 (trifluoromcthVOphenyl] L 
lysinamide 
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N^-[2-amino-5-cvano-6- 
(methvlthio)pvrimidin-4-vll-N-r3-ir2- 


„.CH, Chiral 

" 0 

CH3 


fdimethvlamino)ethvl]oxv f -5- 
ftrifluoromethvDphenvll-L-alaninamide 
]S[~ 2- -[2-amino-5-cyano-6- 


(mcthylthio)pyrimidm ^ yl] N [3 ([2 

(dimothylamino)othyl]oxy) -5- 
(trifluoromethyl)phenyl] L alaninamide 




138 


(2S)-2- {[2-amino-5-cyano-6- 
(methylthio)pyrimidin-4-yl] amino } -3 - 

0X0-3- {[3- 
(trifluoromethy l)pheny 1] amino } propyl 
acetate 


H3C.3 O^CHg 


139 


N^-[2-amino-5-cvano-6- 
rmethvlthio)pvrimidin-4-vll-N^-r3- 
CtrifluoromethvOphenvll-L-elutamamide 
N- 2- [2 amino 5 cyano 6 


HgC.g H2N^0 Chiral 


(mothylthio)pyrimidin ^ yl] N- l- • [3 


(trifluoromethyl)phenyl] L glutamamide 


140 


2- [2-amino-5 -cyano-6- 
(methyloxy)pyrimidin-4-yl] -N- [3 - 
(trifluoromethyl)phenyl]hydrazinecarbo 
xamide 


H3C0 

nV^h h If 


141 


3-({N-[2-amino-5-cyano-6- 
(methylthio)pyrimidin-4-yl]-L- 
alanyl} amino)-N-hydroxy-5- 
(trifluoromethyl)benzamide 


C-CH, Chiral 
I > 

N If CH3H 

H 0 

OH 
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N^-[2-amino-5-cvano-6- 
('methvlthio)pvrimidin-4-vl] -3 - 
fdimethvlamino)-N- [3 - 
ftrifluoromethvnphenvl]-L-alaninamide 
N- 2- -[2-amino-5-cyano-6- 
(methylthio)pyrimidin 4 yl] 3 
(dimothylamino) N [3 
(trifluoromethyl)phenyl] L alaninamide 


H C. Chiral 

N r |_| 3 F p 


143 


N -[2-amino-5-cvano-6- 
fmethvlthio)pvrimidin-4-vll -5 - 
morpholin-4-vl-N- [3 - 
CtrifluoromethvDphenvll-L- 

norvalinamide 
N- 2- ■ [2 amino 5 cyano 6 
(mothylthio)pyrimidin ^ yl] 5 
morpholin 4 yl N [3 
(trifluoromcthyl)phcnyl]-L- 
norvalinamide 


H3C 

N-V^f H F p 


144 


N^-r2-amino-5-cvano-6- 
(methvlthio)pvrimidin-4-vll-N^-r2- 
(mcthvloxv)cthvl]-N-[3- 
(trifluoromcthvl)phcnvll-L- 

ornithinamidc 
N- 2- [2 amino 5 cyano 6 


; 

S'^^ ^NH 
1 I H 


(mothylthio)pyrimidin 1 yl] N- 6 — [3- 
(mothyloxy)othyl] N [3 
(trifluoromothyl)phonyl] L 
omithinamide 


145 


3-( {N-[2-amino-5-cyano-6- 
(methylthio)pyrimidin-4-yl]-L- 

alanyl}amino)-5- 
(trifluoromethyl)benzoic acid 


C-CH, Chiral 

H 0 Ks^ 

HO^O 


146 


methyl N^-[2-amino-5-cvano-6- 
('methvlthio')pvrimidin-4-vl]-N-[3- 
ftrifluoromethvDphenvll -L-a- 
glutaminate 
methyl N- 2- [2 amino 5 cyano 6 
(mcthylthio)pyrimidin-4-yl]-N-[3- 
(trifluoromethyl)phenyl] L alpha 
glutaminato 


H3c-sH3c-or'' 
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N^-faminocarbonvn-N^-r2-amino-5- 
cvano-6-finethvlthio)pvrimidin-4-vll-N- 
rS-ftrifluoromethvOphenvH-L- 
omithinamide 




N- 5- (aminocarbonyl) N- 2- [2 amino 


5 cyano 6 (mothylthio)pyrimidin 1 yl] 
N [3 (trifluoromethyl)phenyl] L 
omithinamido 


148 


N^-r2-amino-5-cvano-6- 
fethvloxv)pvrimidin-4-vll-N-[3- 
ftrifluoromethvnphenvH-L- 

omithinamide 
N- 2- [2 amino 5 cyano 6 
(othyloxy)pyrimidin 1 yl] N [3 
(trifluoromethyl)phenyl] L 
omithinamido 


CH3 Chiral 


149 


N^-f2-amino-5-cvano-6- 
f methvlthio')pvrimidin-4-vll-N- [3 - 
ftrifluoromethvnphenvll-L-a-glutamine 
N- 2" [2 amino 5 cyano 6 
(mcthylthio)pyrimidin 1 yl] N [3 
(trifluoromethyl)phenyl] L alpha 
glutamine 


H3C-5 HO^O Chiral 

ITT- 


150 


N^-r2-amino-5-cvano-6- 
f ethvloxv')pvrimidin-4-vl]-N- [3 - 
CtrifluoromethvnphenvH-L-serinamide 

N' 2' [2 amino 5 cyano 6 
(ethyloxy)pyrimidin ^ yl] N [3 


CH3 

XcNOH 

^ 0 K-^ 


(trifluoromothyl)phonyl] L sorinamido 


151 


N^-[2-amino-5-cvano-6- 
fethvloxv)pvrimidin-4-vll-0- 
fphenvhnethvn-N-r3- 
(trifluoromethvDphenvll-L-serinamide 

N- 2- [2 amino 5 cyano 6 
(cthyloxy)pyrimidin -1 yl] 0 
(phcnylmothyl)-N- [3 - 
(trifluoromethyl)phenyl] L serinamide 


CH3 ^ 
nVY^h 
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N -[2-aniino-5-cvario-6- 
fethvloxv)pvrimidin-4-vll-N-r3- 
ftrifluoromethvl)phenvll-L-argininamide 
N- '2- [2 amino 5 cyano 6 
(othyloxy)pyrimidin ^ yl] N [3 
(trifluoromethyl)phenyl] L argininamide 


^NH 




153 


N^-[2-amino-5-cvano-6- 
fmethvlthio)pvrimidin-4-vll-N^-methvl- 
N^- ( [fphenvlmethvOoxvlcarbonvD -N- 
r3-('trifluoromethvnphenvll-L- 
Ivsinamide 
N- 2" [2 amino 5 cyano 6 


Chiral 

HN 0 


(mothylthio)pyrimidin ^ yl] N- 2- 
methyl N~ 6- ' 


CH3O Ki^ 


([(phonylmothyl)oxy]oarbonyl] N [3 
(trifluoromethyl)phenyl] L lysinamide 


154 


NaIpha-[2-amino-5-cyano-6- 
(ethy loxy)pyrimidin-4-y 1]-N- [3 - 
(trifluoromethyl)phenyl]-L-tyrosinamide 


OH Chiral 

HgC^O 


155 


N^-[2-amino-5-cvano-6- 
('methvlthio')pvrimidin-4-vll-N-r3- 
CtrifluoromethyDphenvll-L- 
omithinamide 
— [2 amino 5 cyano 6 
(methylthio)pyrimidin ^ yl] N [3 
(trifluoromothyl)phonyl] L 
omithinamide 


F Chiral 

H NH2 
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N^-r2-amino-5 -cyano- 6 - 
fethvloxv^D vrimidin-4- vH -N*^ ,N'^- 
dimethvl-N-r3-ftrifluoromethvl)phenvl]- 
L-lvsinamide 
N- 2- [2 amino 5 cyano 6 
(ethyloxy)pyrimidin ^ yl] N- 6- ,N'"6~ ' 


H C CH Chiral 

Hi 1 H F F 

^ 0 kJ 




dimothyl N [3 (trifluoromothyl)phonyl] 
L lysinamide 


157 


N^-[2-amino-5-cvano-6- 
fethvloxv)pvritnidin-4-vll-N-[3-[('4- 
methvlpiperazin- 1 -vOcarbonvll-S- 
(trifluorotnethvOphenvll-L-alaninamide 
N- 2- [2 amino 5 cyano 6 
(Gthyloxy)pyrimidin 4 yl] N [3 [(1 
methylpiperazin 1 yl)carbonyl] 5 


CH, Chiral 

nV^ch3h 

H 0 


(trifluoromothyl)phonyl]-L-alaninamido 


158 


3-( {N-[2-amino-5-cyano-6- 
(ethyloxy)pyrimidin-4-yl] -L- 
alanyl} amino)-N-(3-pyrrolidin- 1 - 
ylpropyl)-5-(trifluoromethyl)benzamide 


JH^ Chiral 
HN'^0 
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CH3 Chiral 


159 


3-({N-[2-amino-5-cyano-6- 
(ethy loxy)pyrimidm-4-y 1] -L- 
alanyl} amino)-N-(2-morpholin-4- 
ylethyl)-5-(trifluoromethyl)benzamide 


N'V^CH3H 

^ 0 

HN^O 

0 


160 


3-( {N-[2-amino-5-cyano-6- 
(ethyloxy)pyrimidin-4-yl] -L- 
alanyl} amino)-N-[2- 
(dimethy lamino)ethy 1] - 5 - 
(trifluoromethyl)benzamide 


CH3 Chiral 

n\^ch3h 

hn"^o 






CH3 Chiral 


161 


3-( {N-[2-amino-5-cyano-6- 
(ethy loxy)pyrimidin-4-y 1] -L- 
alanyl}amino)-N-[3-(4-methylpiperazin- 
l-yl)propyl]-5- 
(trifluoromethyl)benzamide 


n\-^ch3h 
^ 0 

HN'^O 

H3C-N^ 
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162 


N^-r2-amino-5-cvano-6- 
fethvloxv)pvrimidin-4-vll-N^-methvl- 


Chiral 

? 

CH3 HN 0 
CH3O 


N*'- ( rfphenvlmethvDoxvlcarbonvU -N- 
[3-ftrifluoromethvnphenvll-L- 
lysinamide 
N- 2- [2 amino 5 cyano 6 


(cthyloxy)pyrimidin 1 yl] N- 2- ■ mothyl 


N--6 — ([(phcnylmothyl)oxy]carbonyl) - 
N [3 (trifluoromethyl)phenyl] L 
lysinamido 


163 


1 , 1 -dimethylethyl ((4S)-4- { [2-amino-5- 
cyano-6-(ethyloxy)pyrimidin-4- 
yl] amino } -5 -oxo-5 - { [3 - 
(trifluoromethyl)phenyl] amino } pentyl)c 
arbamate 


CH3 


164 


(2S)-2- {[2-amino-5-cyano-6- 
(ethy loxy)pynmidin-4-yl] amino } -3 -oxo- 
3-{[3- 

(trifluoromethy l)pheny 1] amino } propyl 
acetate 


CH, Chiral 

n 

Yno^ch3 


165 


phenvlmethvl N^-[2-amino-5-cvano-6- 


^j?^ Chiral 

OH, rO 


fethvloxv'lp vrimidin-4- yl] -N- [3 - 
ftrifluoromethyDphenyll -L-a- 
glutaminate 


phonylmothyl N- 2- [2 amino 5 cyano 
6 (ethyloxy)pyrimidin 1 yl] N [3 
(trifluoromothyOphonyl] L alpha 
glutaminutc 
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166 


N^N^-diacetvl-N^-ri-facetvlamino^-S- 


OyCHg Chiral 

C-CH3 NH 


cvano-6-fmethvlthio)pvrimidin-4-vll-N- 
[S-ftrifluoromethvOphenyll-L- 

omithinamide 
N- 2- ,N- 5- diacGtyl N- 2- [2 
(acetylamino) 5 cyano 6 
(mothylthio)pyrimidin-4-yl]-N-[3- 
(trifluoromethyl)phenyl] L 
omithinamido 


167 


2-(methyloxy)ethyl ((4S)-4- {[2-amino- 
5-cyano-6-(methylthio)pyrimidin-4- 
yl]ammo}-5-oxo-5-{[3- 
(trifluoromethy l)pheny 1] amino } pentyl)c 
arbamate 


S-CH3 NH 

ii'V^r H 

H^N-^N^N-^^-jQ-^'^s 


168 


N^-r2-amino-5-cvano-6- 
fethvloxv)pvrimidin-4-vl]-5-morpholin- 


CH3 r^o 
Ax K > 


4-vl-N-r3-(trifluoromethvl)phenvn-L- 
norvalinamide 
N~2~' [2 amino -5 ■cyano ■6■ 


(othyloxy)pyrinlidin-4-yl]-5-morphoi^n- 


'1 yl N [3 (trifluoromcthyl)phenyl] L 
norvalinamido 


169 


N-((4S)-4- { [2-amino-5-cyano-6- 
(ethyloxy)pyrimidin-4-yl] amino } -5 -oxo- 
5-{[3- 

(trifluoromethyl)phenyl] amino } pentyl)- 
N,N-dimethylmethanaminium 


CH3 CH^ 

^^^^ rt'xj^ 


170 


Methyl N'-[--'imino-5-cvano-6- 
(ethvloxv)pvrimidin-4-vl]-N-[3- 
ftrifluoromethvl)phenvl]-L-a- 
glutaminate 
Methyl N- 2- [2 amino 5 cyano 6 
(othy loxy)pyrimidin-4-y 1] -N- [3 - 
(trifluoromethyl)phenyl] L alpha 
glutaminato 


CH3 Chiral 

h 
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171 


N^-r2-amino-5 -cyano- 6 - 
fmethvlthio)D vrimidin-4 -vll -N*' ,N''- 
dimethvl-N-r3-ftrifluoromethvl)phenvl]- 
L-lvsinamide 
N- 2- [2 amino 5 cyano 6 
(methylthio)pyrimidin A yl] 
N- 6- ,N- 6- dimethyl N [3 
(trifluoromethyl)phenyl] L lysinamide 


S-CH3 ^ 
N'Vf H F p 


172 


N^-[2-amino-5-cvano-6- 
fethvloxv)pvrimidin-4-vll-N^-methvl-N- 


CH, Chiral 
J 

nV^H3h ^ 

CH3O F 


(3-[('trifluoromethvnoxvlphenvli-L- 
alaninamide 

N- 2 [2-amino-5-cyano-6- 

(ethyloxy)p)aimidin <] yl] N~ 2- ' methyl 




N- [3-[(trifluoromothyl)oxy]phonyl) -L- 
alaninamide 


173 


N^-[2-amino-5-cvano-6- 
(ethvloxv)pvrimidin-4- vll-N- [3 - 
(trifluoromethvOphenvll-L-a-glutamine 
N-2- [2 amino 5 cyano- 6 ■■ 
(ethyloxy)pyrimidin 4 yl] N [3 
(trifluoromothy l)phony 1] -L-alpha- 
glutamine 


CH3 Chiral 

At H 

H,N^N^\^N^CF3 


174 


N^-[2-amino-5-cvano-6- 
(ethvloxv)pvrimidin-4-vll-N-(3- 
bromophenvD-N^-mcthvl-L-alaninamide 


CH3 

CH30 


N- 2- [2 amino 5 cyano 6 
(ethyloxy)pyrimidin 1 yl] N (3 
bromophenyl) N- 2- ■ methyl L 
alaninamido 


175 


N^-[2-amino-5-cvano-6- 
fethvloxv^p vrimidin-4-vll -N ^ - [3 - 

ftrifluoromethvnphenvl]-L-elutamamide 
N- 2- [2 amino 5 cyano 6 
(cthyloxy)pyrimidin-4-yl]-N- 1- -[3- 
(trifluoromethyl)phenyl] L glutamamide 


CH3 Chiral 
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176 


N^-[2-amino-5-cvano-6- 
('ethvloxv)p vrimidin-4-vll -3 - 
fdimethvlamino)-N- [3 - 
ftrifluoromethvnphenvl]-L-alaninamide 
N- 2- -[2-amino-5-cyano-6- 
(ethyloxy)pyrimidin 4 yl] 3 
(dimothylamino)-N-[3- 
(trifluoromethyl)phenyl] L alaninamide 


CH3 Chiral 


177 


2-f2-amino-5-cvano-6-ethoxvpvrimidin- 
4-vlamino V5 -hvdrazinvl-5 -oxo-N-G - 
ftrifluoromethvnphenvnpentanamide 
'2 (2 amino 5 cyano 6 ethoxy 

pyrimidin ^ ylamino) 4 

hydrazinocarbonyl N (3 
trifluoromothyl phonyl) butyramido 


CH3 NH2 Chiral 
O^NH 


178 


N^-[2-amino-5-cvano-6- 
(methvloxv)p vrimidin-4-vl] -3 - 
(dimethvlamino)-N-[3- 
rtrifluoromethvDphenvll-L-alaninamide 
N- 2- [2 amino 5 cyano 6 
(methyloxy)pyrimidin 4 yl] 3 
(dimothylamino) N [3 
(trifluoromothyl)phonyl] L alaninamido 




179 


N^-|"2-amino-5-cvano-6- 
(methvloxv)pvrimidin-4- yl] -N- [3 - ( [2- 

rdimethvlamino)ethvlloxv 1 -5 - 
ftrifluoromethvOphenvll-L-alaninamide 

N- 2- [2 amino 5 cyano 6 
(methyloxy)pynmidin 4 yl] N [3 ([2 


N'^Y CH3H F p 
^ 0 W 

CH3 


(dimcthylamino)othyl]oxyi 5 
(trifluoromethyl)phenyl] L alanmamide 


180 


N^-[2-amino-5-cvano-6- 
fethvloxv)pvrimidin-4-vll -N-[3 - ( [2- 


CH3 Chiral 


fdimethvlamino)ethvl]oxv \ -5- 
ftrifluoromethvDphenvll-L-alaninamide 


N^Y CH3H F p 

CH3 


N- 2- [2 amino 5 cyano 6 
(cthyloxy)pyrimidin 1 yl] N [3 {[2 
(dimothylamino)cthyl]oxy) 5 


(trifluoromcthyl)phcnyl]-L-alaninamidc 
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181 


N^-[2-amino-5-cvano-6- 
f methvloxv)p vrimidin-4-vll -N-(3 - 
bromophenvD-N^-methvl-L-alaninamide 
N" 2" [2 amino 5 cyano 6 
(mothyloxy)pyrimidin-4-yl] -N-(3 - 
bromophenyl) N- 2- ■ methyl L 
alaninamido 


HsC-o 

N'V%H3H 

CH3O 


182 


phenvlmethvlN^-r2-amino-5-cvano-6- 


H3C-3 0^0 

At H 


fmethvlthio)Dvrimidin-4-vll-N-r3- 
ftrifluoromethvOphenvll -L-a- 
glutaminate 


phonylmothyl N- 2- [2 amino 5 cyano 
6 (methylthio)pyrimidin 4 yl] N [3 
(trifluoromothyl)phonyl] L alpha 


183 


N^-[2-amino-5-cvano-6- 
(methvhhio)pvrimidin-4-vll-0- 
(phenvlmethvn-N-[3- 
(trifluoromethvOphenvll-L-serinamide 
N~ 2~ [2 amino 5 cyano 6 
(mothylthio)pyrimidin-4-yl]-0- 
(phenylmethyl) N [3 
(trifluoromethyl)phenyl] L serinamide 


HsC-s ^ 


184 


N^-[2-amino-5-cvano-6- 
fmethvlthio )p vrimidin-4 - yl] -N^N^- 
bisr2-('methvloxv)ethvll-N-r3- 
Ctrifluoromethv 1 ) p h c n V 1 1 - L - 

omithinamide 
N- 2- [2 amino 5 cyano 6 
(mothylthio)pyrimidin A yl] 


CH- Chiral 

S-CH3 ^N^Q.CH3 

^ 0 kJ 


5. ^N- 5' bio[2 (mothyloxy)othyl] N 
[3 (trifluoromothyl)phonyl] L 
omithinamide 


185 


1 , 1 -dimethylethyl ((4S)-4- { [2-amino-5- 
cyano-6-(methyloxy)pyrimidin-4- 
yl] amino } -5 -oxo-5 - { [3 - 
(trifluoromethyl)phenyl] amino } pentyl)c 
arbamate 


0CH3 .N^o£^H3 
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186 


N^-acetvl-N^-r2-amino-5-cvano-6- 
fethvloxv^p vrimidin-4-vll-N- [3 - 
ftrifluoromethvnphenvll-L- 
omithinamide 


CH3 0^CH3 
0 r^NH 


N- 5- acetyl N- 2- [2 amino 5 cyano 6 
(ethyloxy)pyrimidin 4 yl] N [3 
(trifluoromothyl)phcny[]-L- 
ornithinamide 


187 


N^-acetvl-N^-[2-amino-5-cvano-6- 
fmethvlthio)Dvrimidin-4-vll-N-r3- 
ftrifluoromethvOphenvll-L- 
omithinamide 


0^CH3 
S-CH3 NH 


N- 5- ■ acot>^l N- 2- ■ [2 amino 5 cyano 6 
(methylthio)pyrimidin A yl] N [3 
(trifluoromothyl)phonyl] L 
ornithinamide 


188 


N^-[2-amino-5-cvano-6- 
fmethvloxv)pvrimidin-4-vll-N^-methvl- 
N- f3-[('trifluoromethvnoxvlphenvU -L- 
alaninamide 
N- 2- [2 amino 5 cyano 6 
(mothyloxy)pyrimidin A yl] N- 2- 

methyl N [3 
[(trifluoromcthyl)oxy]phcnyl) L 
alaninamido 


0'CH3 

V If 9H3H 

CH3O 


189 


methyl 3-({N-[2-amino-5-cyano-6- 
(methy loxy)pyrimidin-4-yl] -L- 
alanyl} amino)-5- 
(trifluoromethyl)benzoate 


fx CH3H 

CH3 
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190 


3-( {N-[2-amino-5-cyano-6- 
(nicthyloxy)pyrim.idin-4-yl] -L- 
alanyl} amino)-N-[2- 
(dimethylamino)ethyl] -5 - 
(trifluoromethyl)benzamide 


.CH3 Chiral 
1 11 I^^H 

H 0 

0 NH 
H3C'N-CH3 


191 


N^-[2-atnino-5-cvano-6- 
fmethvlthio)pvrimidin-4-vll-3- 
morpholin-4-vl-N- [3 - 
ftrifluoromethvOphenvll-L-alaninamide 
N- 2- ■ [2 amino 5 cyano 6 
(mcthylthio)pyrimidin-4-yl]-3- 
morpholin ^ yl N [3 
(trifluoromothyl)phonyl] L-alaninamido 


H3C-5 


192 


N^-f2-amino-5-cvano-6- 
('methvIoxv)pvrimidin-4-vll-3- 
morpho lin-4-vl-N- 1'3 - 
rtrifluoromethvnphenvll-L-alaninamide 


" 0 


N" 2" [2 amino 5 cyano 6 
(mcthyloxy)pyrimidin 1 yl] 3 
morpholin 1 vl N [3 
(trifluoromothyl)phcnyl]-L-alaninamido 


193 


N^-[2-amino-5-cvano-6- 
f ethvloxv^pvrimidin-4-vll -3 -moipholin- 

4-vl-N-[3-(trifluoromethvl)phenvll-L- 
alaninamide 
N" 2" [2 amino 5 cyano 6 


CH Chiral 

L 


(othyloxy)pyrimidin-4-yl]-3-motpholin- 


'l yl N [3 (trifluoromcthyl)phcnyl] L 
alaninamido 


194 


N^-faminocarbonvn-N^-[2-amino-5- 
cvano-6-fethvloxv)pvrimidin-4-vll-N- 
[3-ftrifluoromethvr)phenvll-L- 
omithinamide 


OyNH2 Chiral 

oEt r^^ 

i II 1 H F p 


N- 5- (aminocarbonyl) N- 2- [2 amino 


5 cyano 6 (ethyloxy)pyrimidin A yl] N 
[3 (trifluoromothyl)phonyl] L 
omithinamide 
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195 


N^-[2-amino-5-cvano-6- 
fmethvlthio)pvrimidin-4-vl]-N-[3- 
ftrifluoromethvDphenvll -D -lysinamide 
N- 2- [2 amino 5 cyano 6 
(methylthio)pyrimidin 4 yl] N [3 


NH^ Chir^ 

N if H F p 


(trifluoromothyOphonyl] D lysinamido 


196 


N^-[2-amino-5-cvano-6- 
(cthvloxv)pvrimidin-4-vll-N-[3- 
ftrifluoromcthvUphcnvll-D-lvsinamide 


N^V^ F 
H^N^N^N^^-jj^^^l^F 


N- 2- [2 amino 5 cyano 6 
(ethyloxy)pyrimidin 4 yl] N [3 


(trifluoromothyl)phonyl]-D-lysinamidc 


197 


N^-r2-amino-5-cvano-6- 
fethvloxv)pvrimidin-4-vll-0-methvl-N- 


CH, Chiral 
1 3 

0 CH3 


[S-Ctrifluoromethvnphenvll-L- 

serinamide 
N- 2- [2 amino 5 cyano 6 


(ethyloxy)pyrimidin-4-yl]-0-mcthyl-N- 
[3 (trifluoromethyl)phenyl] L 


198 


N^-r2-amino-5-cvano-6- 

fmethvlthio)pvrimidin-4-vll-N^- 
(methylsulfonvD-N- [3 - 
(trifluoromethvl)phenvl]-L- 

omithinamide 
N- 2- [2 amino 5 cyano 6 
(methylthio)pyrimidin 4 yl] 
(mothylsulfonyl) N [3 
(trifluoromethyl)phenyl] L 
omithinamido 


CH3 

o=s=o 

^ ^NH 
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2. Please replace Table 2 with the following. 



Table 2 







p70S6K 






1 


2-[(3-cyano-4,6-dimethyl-5-nitropyridin-2-yl)oxy]-N-[3- 
(trifluoromethyl)phenyl]acetamide 


A 


D 


D 


2 


N^-('2-amino-6-chloropvrimidin-4-vn-N-[3- 

ftrifluoromethvOphenvllglvcinamide 
N-2-(2-amino-6-chloropyrimidin-4-yl)-N-[3- 

(trifluoromGthyl)phonyl]glycinamido 


A 


D 


D 


3 


[2-amino-6-(tnethylthio)pyrimidin-4-yl]methyl [3 - 
(trifluoromethyl)phenyl]carbamate 


A 


D 




4 


2- { [2-amino-5-cyano-6-(methylthio)pyrimidin-4-yl]thio} - 
N- [5 -(trifluoromethyl)pyridin-2-yl] acetamide 


A 


D 


D 


5 


N^- |"2-amino-6-f methvlthio)pvrimidin-4-vl] -N- [3 - 
ftrifluoromethvnphenvllelvcinamide 

N 2 [2 amino 6 (mGthylthio)pyrimidin 1 yl] N [3 
(trifluoromethyl)phenyl]glycinamide 


A 


D 


D 


6 


2- {[2-amino-6-(methylthio)pyrimidin-4-yl]oxy } -N-[3- 
(trifluoromethyl)phenyl]acetamide 


A 


D 


D 


7 


2-{[2-amino-5-cyano-6-(methylthio)pyrimidin-4-yl]thio}- 
N-[3-(methyloxy)phcnyl]acetamide 


A 


D 


D 


8 


N^-(2-amino-6-morpholin-4-vlpvrimidin-4-vl)-N-[3- 
CtrifluoromethvOphcnvHelvcinamide 

N 2 (2 amino 6 morpholin 1 ylpyrimidin 1 yl) N [3 
(trifluoromethyI)phenyI]gIycinamide 


A 




D 


9 


2-{[2-amino-5-cyano-6-(methylthio)pyrimidin-4-yI]thio}- 

N-(4-chlorophenyl)acetamide 




J) 




10 


2-{[2-amino-6-(l H-1 ,2,3-bcnzotriazol-l-yloxy)pyrimidin- 
4-yl]thio ] -N-[3-(trifluoromethyl)phenyl]acetamide 


A 


D 


D 


\ \ 


2- { [2-amino-5-cyano-6-(methyIthio)pyrimidin-4-yI]thio} - 
N-(3 -chlorophenyI)acetamide 








12 


N^-(2-amino-6-chloro-5-formvIpvrimidin-4-vn-N-|"3- 
(trifluoromethvDphenvIlglvcinamide 

N 2 (2 amino 6 chloro 5 formylpyrimidin ^ yl) N [3 
(trifluoromothyl)phonyl]glycinamido 


A 


D 


D 


13 


N^-r2-amino-5-formvl-6-(methvlthio)pvrimidin-4-vll-N- 


B 


D 


D 


[3-ftrifluoromethYl)phenvllelvcinamide 
N 2 [2 amino 5 formyl 6 (mcthylthio)p>Timidin -1 yl] N 


[3-(trifluoromcthyl)phonyl]glycinamide 


14 


2-{[2-amino-5-cyano-6-(methylthio)pyrimidin-4-yl]oxy}- 
N- [3 -(trifluoromethyl)phenyl]acetamide 


B 


D 


D 


15 


2- [(2-amino-6-chloropyrimidin-4-yl)thio] -N- [3 - 
(trifluoromethyl)phenyl]acetamide 


B 


D 





Table 2 



Entry 


Name 


p70S6K 


Akt-1 


PDK-1 


16 


2-{[2-amino-5-cyano-6-(methyIthio)pyrimidin-4-yl]thio}- 
N-methyl-N- [3 -(trifluoromethyI)phenyI]acetamide 


B 


D 


D 


17 


N^-r4-amino-6-(methvlthio)-1.3.5-triazin-2-vll-N-r3- 
ftrifluoromethvOphenvHelvcinamide 

N 2 amino 6 (mothylthio) 1,3,5 triazin 2 yl] N [3 
(trifluoromethyl)phenyl]glycinamide 


B 


D 


D 


18 


N^-[4-fdimethvlamino)-6-fmethvlthio)-l,3,5-triazin-2-vll- 


B 


D 


D 


N- [3 -CtrifluoromethvDphenvllelvcinamide 
N 2 [1 (dimothylamino) 6 (mothylthio) 1,3,5 triazin 2 
yl] N [3 (trifluoromethyl)phenyl]glycinamide 


19 


N^-r4-('methvlaminoV6-('methvlthio)-1.3.5-triazin-2-vll-N- 


B 


D 




[3-(trifluoromethvnphenvllglvcinamide 


N 2 [4 (methylamino) 6 (methylthio) 1,3,5 triazin 2 yl] 
N-[3-(trifluoromcthyl)phcnyl]glycinamido 


20 


N^-[2-amino-5-cvano-6-(methvlthio)pvrimidin-4-vl]-N-[3- 


B 


D 


D 


ftrifluoromethvOphenvllelvcinamide 


N 2 [2 amino 5 cyano 6 (mothylthio)pyrimidin 1 yl] N 
[3-(trifluoromothyI)phonyI]gIycinamido 


21 


2- { [2-amino-5 -cyano-6-(methyIthio)pyrimidin-4-yI]thio } - 
N- [3 -(trifluoromethyl)phenyl] acetamide 


A 


D 


D 


22 


2-{[2-amino-5-cyano-6-(methylthio)pyrimidin-4-yl]thio}- 
N-[3-(butyloxy)phenyl]acctamide 


A 


D 


D 


23 


2- { [2-amino-5-cyano-6-(methyIthio)pyrimidin-4-yI]thio} - 
N- 1 ,3-benzothiazol-2-yIacetamide 


A 


D 




24 


2-{[2-amino-5-cyano-6-(methyIthio)pyrimidin-4-yI]thio}- 
N-(5 -ethyl- 1 ,3,4-thiadiazol-2-yl)acetamide 


A 


D 


D 


25 


2-{[2-amino-5-cyano-6-(methylthio)pyrimidin-4-yl]thio}- 
N-(4-methyl- 1 ,3-thiazol-2-yl)acetamide 


A 


D 


D 


26 


2-amino-4- { [2-(3 ,5 -dimethyl- 1 H-pyrazol- 1 -yl)-2- 
oxoethyl]thio } -6-(methylthio)pyrimidine-5-carbonitrile 


A 


D 


D 


27 


2-{[2-amino-5-cyano-6-(methylthio)pyrimidin-4-yl]thio}- 
N- 1 ,3 -thiazo 1-2 -y lacetamide 


A 


D 


D 


28 


ethyl 5-[({[2-amino-5-cyano-6-(methylthio)pyrimidin-4- 
yl]thio}acetyl)amino]-4-cyano-3-methylthiophene-2- 
carboxylate 


A 


D 


D 


29 


2-{[2-amino-5-cyano-6-(methylthio)pyrimidin-4-yl]thio}- 
N-pyndin-2-ylacetamide 


A 


D 


D 


30 


2-amino-4-({2-[2,5-bis(methyloxy)phenyl]-2- 
oxoethyl}thio)-6-(methylthio)pyrimidine-5-carbonitrile 


A 


D 


D 


31 


2-{[2-amino-5-cyano-6-(methylthio)pyrimidin-4-yl]thio}- 
N-[4-fluoro-3-(trifluoromethyl)phenyl]acetamide 


A 


D 


D 


32 


2-[(2,6-diaminopyrimidin-4-yl)thio]-N-[4-fluoro-3- 
(trifluoromethyl)phenyl]acetamide 


A 


D 


D 



39 



Table 2 
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Name 


p70S6K 


Akt-1 


PDK-1 


33 


2 - [ (2 , 6 - diaminopyrimidin-4-y l)thio] -N- [3 - 
(trifluoromethyl)phenyl]acetamide 


A 


D 


D 


34 


2-{[2-amino-5-cyano-6-(methylthio)pyrimidin-4-yl]thio}- 
N-[4-chloro-3-(trifluoromethyl)phenyl]acetamide 


A 


D 


D 


35 


2-amino-4-(methylthio)-6-( {2-oxo- 1 -[3- 
(trifluoromethyl)phenyl]pyrrolidin-3 -yl} thio)pyrimidine-5 - 
carbonitrile 


A 


D 


D 


36 


2-{[2-amino-5-cyano-6-(methylthio)pyrimidin-4-yl]thio}- 
N-[6-(trifluoromethyl)pyridin-2-yi]acetamide 


A 


D 


D 


37 


2-{[2-amino-5-cyano-6-(methylthio)pyrimidin-4-yl]thio}- 
N-[4-(trifluoromethyl)pyridin-2-yl]acetamide 


A 


D 


D 


38 


{6-(methylthio)-2-[(phenylmethyl)amino]pyrimidin-4- 
yljmethyl [3-(trifluoromethyl)phenyl]carbamate 


A 


D 


D 


39 


[6-(methylamino)-2-(methylthio)pyrimidin-4-yl]methyl [3- 
(trifluoromethyl)phenyl]carbamate 


A 


D 


D 


40 


{2-(methylthio)-6-[(phenylmethyl)ammo]pyrimidin-4- 
yl} methyl [3-(trifluoromethyl)phenyi]carbamate 


A 


D 


D 


41 


2-{[2-(acetylamino)-5-cyano-6-(methylthio)pyrimidin-4- 
yl]thio}-N-[3-(trifluoromethyl)phenyl]acetamide 


B 






42 


(2S)-2-{[2-amino-5-cyano-6-(methylthio)pyrimidin-4- 
yl]oxy}-N-[3-(trifluoromethyl)phenyl]propanamide 


B 






43 


2-[(2-aniino-6-chloro-5-formylpyrimidin-4-yl)thio]-N-[3- 
(trifluoromethyl)phenyI]acetamide 


B 


D 




[[44]] 


N 2 [2 amino 5 (hydroxymothyl) 6 
(mothy lthio)pyrimi din-4-y 1] -N- [3 - 

(trifluoromethyl)phenyl]glycinamide 


[[B]] 


[[D]] 


[[D]] 


45 


2-{[2-amino-5-formyl-6-(methylamino)pyrimidin-4- 
y l]thio } -N- [3 -(trifluoromethy I)phenyl] acetamide 


B 






46 


2- { [2-amino-5 -foimyl-6-(methylthio)pyrimidin-4-yl]oxy } - 
N- [3 -(trifluoromethy l)phenyl] acetamide 


B 






47 


2-{[4-amino-6-(methylthio)-l,3,5-triazin-2-yl]oxy}-N-[3- 
(trifluoromethyl)phenyl]acetamide 


B 






48 


2- {[2-amino-6-(methylthio)pyrimidiii-4-yl]thio} -N-[3- 
(trifluoromethyl)phenyl]acetamide 


B 






49 


2-amino-4-(methylthio)-6- {[2-0 xo-2-(3 -0X0-3, 4-dihydro- 
2H-l,4-benzoxazm-6-yl)ethyl]thio}pyrimidine-5- 
carbonitrile 


B 


D 


D 


50 


2-[(2-amino-6-chloro-5-formylpyrimidin-4-yl)oxy]-N-[3- 
(trifluoromethyl)phenyl]acetamide 


B 






51 


2- { [2-amino-5 -formyl-6-(phenylthio)pyrimidin-4-yl]thio } - 
N- [3 -(trifluoromethyl)phenyl] acetamide 


B 







Table 2 







|J / Uk30JV 


Akt-1 


PDK-1 


52 


2- { [2-amino-5 -(hydroxymethyl)-6-(phenylthio)pyrimidin- 
4-yl]thio } -N- [3 -(trifluoromethyl)phenyl]acetamide 


B 






53 


2-{[2-amino-5-cyano-6-(methylthio)pyrimidin-4-yl]thio}- 
N-[2-methyl-3-(trifluoromethyl)phenyl]acetamide 


C 






54 


2- { [2-amino-5-cyano-6-(methylthio)pyrimidin-4-yl]thio} - 
N-[2-(methyloxy)-5-(trifluoromethyl)phenyl]acetamide 


C 






55 


2-{[2-amino-5-cyano-6-(methylthio)pyrimidin-4-yl]thio}- 

N-[2-chloro-5-(trifluoromethyl)phenyl]acetamide 


c 






56 


2-{[2-amino-5-(hydroxymethyl)-6-(methylthio)pyrimidin- 
4-yl]oxy}-N-[3-(trifluoromethyl)phenyl]acetamide 


c 






57 


N^-f6-amino-lH-pvrazolo[3,4-dlpvrimidin-4-vl)-N-[3- 
(trifluoromethvnphenvllelvcinamide 

N 2 (6 amino IH pyrazolo[3,1 djpyrimidin 1 yl) N [3 
(trifluoromGthyl)phcnyl]glycinamido 


c 






58 


N'^-r2-amino-5-r(E)-hvdrazonomethvll-6- 
( methvlthio)p vrimidin-4- vll-N- \3 - 
(trifluoromethvOphenvHelvcinamide 

N 2 [2 amino 5 [(E) hydrazonomothyl] 6 
(mcthylthio)pyrimidin 1 yl] N [3 
(trifluoromcthyOphonyljglycinamido 


c 






59 


N^-r2-amino-5-r(E)-(hvdroxvimino)mcthvll-6- 
(methvlthio)pvrimidin-4-vll-N-|'3- 
(trifluoromethvDphenvllelvcinamide 
N 2 [2 amino 5 [(E) (hydroK>^mino)mothyl] 6 
(methylthio)pyrimidin ^ yl] N [3 
(trifluoromothyl)phenyl]glycinamido 


c 






60 


N^-r2-amino-5-cvano-6-(methvlthio)pvrimidin-4-vll-N-r3- 


c 






(trifluoromethvDphenvll-L-alaninamide 
N 2 [2 amino 5 cyano 6 (mcthylthio)pyrimidin 1 yl] N 


[3 (trifluoromothyl)phonyl] L aianinamido 


61 


2-{[2-amino-5-cyano-6-(methylamino)pyrimidin-4- 
yl]thio}-N-[3-(trifluoromethyl)phenyl]acetamide 


c 






62 


2-{[2-amino-5-cyano-6-(methylthio)pyrimidin-4-yl]thio}- 
N-[2-amino-5-(trifluoromethyr)phenyl]acetamide 


c 






63 


2-amino-4-(methylthio)-6-( { [6-(trifluoromethyl)- 1 H- 
benzimidazol-2-yl]methyl}thio)pynmidine-5-carbonitrile 


c 






64 


2- [2-amino-5 -cyano-6-(methylthio)pyrimidin-4-yl]-N- [3 - 
(trifluoromethyl)phenyl]hydrazinecarboxamide 


c 






65 


N^-[5-cvano-2-fmethvlamino)-6-('methvlthio')pvrimidin-4- 


c 






vl] -N- [3 -ftrifluoromethvOphenvl] glvcinamide 


N-2- [5 -cyano-2-(mcthylamino)-6-(mothylthio)pyrimidin- 
-1 yl] N [3 (trifluoromethyl)phenyl]glycinamide 



Table 2 







|J / Uk30JV 


Akt-1 


PDK-1 


66 


2- { [2-amino-5 -cyano-6-(dimethylamino)pyrimidin-4- 
yljthio } -N- [3 -(trifluoromethyl)phenyl]acetamide 


c 






67 


(S)- 1 -[2-amino-5-cyano-6-(methylthio)pyrimidin-4-yl]-N- 
[3-(trifluoromethyl)phenyl]prolinamide 


c 






68 


(2R)-2-{[2-amino-5-cyano-6-(methylthio)pyrimidin-4- 
yl]oxy}-N-[3-(trifluoromethyl)phenyl]propanamide 


c 






69 


1 - { [2-amino-5-cyano-6-(methylthio)pyrimidin-4-yl]oxy } - 
N-[3-(trifluoromethyl)phenyl]cyclopropanecarboxamide 


c 






70 


(2S)-2- { [2-amino-5 -cyano-6-(methylthio)pyrimidin-4- 
yljoxy } -3-methyl-N-[3- 
(trifluoromethyl)phenyl]butanamide 


D 






71 


N^-[5-cvano-2-('dimethvlamino)-6-fmethvlthio)pvrimidin- 


D 






4-vl] -N-[3 -(trifluoromethvnphenvl] elvcinamide 
N 2 [5 cyano 2 (dimothylamino) 6 
(methylthio)pyrimidin ^ yl] N [3 
(trifluoromothyl)phonyl]glycinamido 


72 


N'^-r2-aniino-5-cvano-6-fmethvlthio)pvrimidin-4-vll-N'^- 


D 






mcthvl-N-f3-ftrifluoromcthvl)phcnvllRlvcinamidc 
N 2 [2 amino 5 cvano 6 (mcthvlthio)pvrimidin 1 vl] N 2 


methyl N [i (trifluoromothyl)phonyl]tjlycinumido 


73 


1 - ([2-amino-5-cyano-6-(mcthylthio)pyrimidin-4- 

yl]amino}-N-[3- 
(trifluoromethyl)phenyl]cyclopropanecarboxamide 


D 






74 


N^-[2-ammo-5-cvano-6-rmethvlsulfinvnpvrimidin-4-vll- 


D 






N- r3 -rtrifluoromethvOphenvll -L-alaninamide 


N 2 [2 amino 5 cyano 6 (mothylsulfinyl)p>Timidin 1 yl] 
N [3 (trifluoromethyl)phenyl] L alaninamide 


75 


N^-[2-amino-5-cvano-6-(methvlsulfonyl)pvrimidin-4-vl]- 


D 






N-r3-(trifluoromethvl)phenvll-L-alaninamide 


N 2 [2 amino 5 cyano 6 (mothylsulfonyl)pyrimidin 1 yl] 
N [3 (trifluoromcthyOphcnyl] L alaninamide 


76 


N^-(5 -cvano - 2 - mo rp h o 1 i n -4 - v 1 p v r i m i d i n -4- vD-N- [3 - 
(trifluoromcthvl)phcnvl]alvcinamide 

N 2 (5 cyano 2 motpholin A ylpyrimidin 1 yl) N [3 
(trifluoromethyl)phenyl]glycinamide 


D 






77 


2- { [2-amino-5-cyano-6-(methylthio)pyrimidin-4-yl]thio} - 
N- [3 ,5 -bis(trifluoromethyl)phenyl] acetamide 


D 






78 


N^- |"2-amino-5 -cvano-6-('methvloxv)pvrimidin-4-vll -N- [3 - 


D 






ftrifluoromethvnphenvll-L-alaninamide 


N 2 [2 amino 5 cyano 6 (methyloxy)pyrimidin A yl] N 
[3-(trifluoromcthyl)phcnyl]-L-alaninamidc 



Table 2 



Entry 


Name 


p70S6K 


Akt-1 


PDK-1 


79 


N^-[2-amino-5-cvano-6-fmethvlthio)pvrimidin-4-vll-N-|"2- 


D 






fmethvloxv)-5-ftrifluoromethvl)phenvll-L-alanmamide 


N 2 [2 amino 5 cyano 6 (mGthylthio)pyrimidin 1 yl] N 
[2 (methyloxy) 5 (trifluoromethyl)phenyl] L alaninamide 


80 


N^-[2-amino-5-cvano-6-fmethvlthio)pvrimidin-4-vll-N-[2- 


D 






chloro-5 -f trifluoromethvnphenvll -L-alaninamide 


N 2 [2 amino 5 cyano 6 (mothylthio)p>'rimidin 1 yl] N 
[2 chloro 5 (trifluoromethyl)phenyl] L alaninamide 


81 


N^-[2-amino-5-cvano-6-(methvlthio)pvrimidin-4-vl]-2- 
methvl-N-r3-(trifluoromethvnphenvllalaninamide 

N 2 [2 amino 5 cyano 6 (mothylthio)pyrimidin ^ yl] 2 
methyl N [3 (trifluoromethyl)phenyl]alaninamide 


D 






82 


N^-r2-amino-5-cvano-6-(methvlthio)pvrimidin-4-vl]-N-{3- 


D 






rf4-methvlpiperazin- 1 -vncarbonvl]phenvl ) -L-alaninamide 


N 2 [2 amino 5 cyano 6 (methylthio)pyrimidin 1 yl] N 


(3-[(4-mcthylpipcrazin-l-yl)carbonyl]phcnyl)-L- 
alaninamide 


83 


N^-[2-amino-5-cvano-6-fmethvlthio)pvrimidin-4-vll-N-|'3- 


D 






Ctrifluoromethvnphenvll-D-alaninamide 


N 2 [2 amino 5 cyano 6 (mothylthio)pyrimidin 1 yl] N 
[3 (trifluoromethyl)phenyl] D alaninamide 


84 


2-[(2-amino-5-cyano-6-morpholin-4-ylpyrimidin-4- 
yl)thio]-N-[3-(trifluoromethyl)phenyl]acetamide 








85 


(R)- 1 -[2-amino-5-cyano-6-(methylthio)pyrimidin-4-yl]-N- 
[3-(trifluoromethyl)phenyl]prolinamide 


D 






86 


N^-[2-amino-5-cvano-6-fmethvlthio)pvrimidin-4-vl]-N-[3- 


D 






(trifluoromethvDphenvH-L-omithinamide 


N 2 [2 amino 5 cyano 6 (mothylthio)pyrimidin 1 yl] N 
[3 (trifluoromethyl)phenyl] L omithinamide 


87 


N^-[2-amino-5-cvano-6-(methvlthio)pvrimidin-4-vl]-N^- 


D 






\2-( dimethvlamino)ethvll-N-r3- 
('trifluoromethvnphenvl]glvcinamide 


N 2 [2 amino 5 cyano 6 (mothylthio)pyrimidin -1 yl] N 2 
[2 (dimothylamino)othyl] N [3 
(trifluoromethyl)phenyl]glycinamide 


88 


N^- [2-amino-5 -cvano-6-(ethvloxv)pvrimidin-4-vl] -N- [3 - 


D 






ftrifluoromethvOphenvll-L-alaninamide 


N 2 [2 amino 5 cyano 6 (othyloxy)pyrimidin A yl] N [3 
(trifluoromethyl)phenyl] L alaninamide 


89 


N^-f2,6-diamino-5-cvanopvrimidin-4-vl)-N-[3- 
(trifluoromethvl)phenvl]-L-alaninamide 

N 2 (2,6 diamino 5 cyanopyrimidin 1 yl) N [3 
(trifluoromethyl)phenyl] L alaninamide 


D 







43 



Table 2 



Entry 


Name 


p70S6K 


Akt-1 


PDK-1 


90 


N^-f2-amino-5-cvanopvrimidin-4-vn-N-[3- 
ftrifluoromethvnphenvll-L-alaninamide 

N 2 (2 amino 5 cyanopyrimidin 1 yl) N [3 
(trifluoromethyl)phenyl] L alaninamide 


D 






91 


N^-f2-amino-5-cvano-6-fmethvlthio)pvrimidin-4-vll-N-2- 


D 






methvl-N- [3 -f trifluoromethvnphenvll -L-alaninamide 


2 [2 amino 5 cyano 6 (mothylthio)p>'rimidin 1 yl] N 2 
methyl N [3 (trifluoromethyl)phenyl] L alaninamide 


92 


N^-[2-amino-5 -cvano-6-(methvlthio )pvrimidin-4-vl] -N-f 3 - 


D 






ir2-fdiethvlamino)ethvlloxvlphenvl)-L-alaninamide 


N 2 [2 amino 5 cyano 6 (mothylthio)pyrimidin ^ yl] N 
(3 [[2 (diethylamino)ethyl]oxy} phenyl) L alaninamide 


93 


2-[2-amino-5-cyano-6-(methylthio)pyrimidin-4-yl]-l,2- 
dimethyl-N-[3- 
(trifluoromethyl)phenyl]hydrazinecarboxamide 


D 






94 


N^-[2-amino-5-cvano-6-(methvlthio)pvrimidin-4-vl]-N-[3- 


D 






amino-5-(trifluoromethvnphenvl]-L-alaninamide 


N-2-[2-amino-5-cyano-6-(mothylthio)pyrimidin-4-yl]-N- 
[3 amino 5 (trifluoromethyl)phenyl] L alaninamide 


95 


ethyl [l-[2-amino-5-cyano-6-(methylthio)pyrimidin-4-yl]- 
2-({[3- 

(trifluoromethyl)phenyl]amino } carbonyl)hydrazino]acetate 


D 






96 


2-[2-amino-5-cyano-6-(methylthio)pyrimidin-4-yl]-2- 
methyl-N-[3- 
(trifluoromethyl)phenyl]hydrazinecarboxamide 


D 






97 


3,5-diamino-4,6-dimethyl-N-[3- 
(trifluoromethyl)phenyl]fiiro[2,3-b]pyridine-2- 
carboxamide 


D 






98 


3 -amino-4,6-dimethy 1- 5 -nitro-N- [3 - 
(trifluoromethyl)pheny 1] furo [2 ,3 -b]pyridine-2- 

carboxamide 


D 






99 


N^-(2-amino-5-CYano-6-hvdroxvpvrimidin-4-vn-N-[3- 
(trifluoromcthvDphcnvH-L-aianinamide 

N 2 (2 amino 5 cyano 6 hydroxypyrimidin 1 yl) N [3 
(trifluoromethyl)phenyl] L alaninamide 


D 






100 


N^- f 5 -cvano-2-(methvlthio)pvrimidin-4-vl] -N- [3 - 
ftrifluoromethvOphenvllelvcinamide 

N 2 [5 cyano 2 (mothylthio)p>'rimidin 1 yl] N [3 
(trifluoromethyl)phenyl]glycinamide 


D 


D 





44 



Table 2 



Entry 


Name 


p70S6K 


Akt-1 


PDK-1 


101 


N^-[2-amino-5-cvano-6-fmethvlthio)pvrimidin-4-vI]-N^- 
ftetrahvdro-2H-pvran-4-vlmethvl)-N-r3- 

ftrifluoromcthvl )phenvl] glvcinamide 


D 


D 




N 2 [2 amino 5 cyano 6 (mcthylthio)pyrimidin -1 yl] N 2 
(totrahydro 2H pyran 4 ylmothyl) N [3 
(trifluoromethyl)phenyl]glycinamide 


102 


N^-('2-amino-5-cvano-6- ( [2- 
f dimethvlamino)ethvlloxv) pvrimidin-4-vn-N- [3 - 
rtrifluoromethvOphenvll-L-alaninamide 
N 2 (2 amino 5 cyano 6 {[2 
(dimothylamino)othyl]oxy) pyrimidin 1 yl) N [3 
(trifluoromethyl)phenyl] L alaninamide 


D 






103 


N^-[2-amino-5-cvano-6-(methvlthio)pvrimidin-4-vl]-N^- 
{ [( 1 , 1 -dimethvlcthvOoxvlcarbonvl ' -N-r3- 
(trifluoromcthvl)phcnvl]-L-lvsinamide 


D 






N 2 [2 amino 5 cyano 6 (mcthylthio)pyrimidin 1 yl] N 6 
([(1,1 dimcthylothyl)oxy]carbonyl) N [3 
(trifluoromethyl)phenyl] L lysinamide 


104 


2-amino-4-(methylthio)-6-(methy 1 {( 1 S)- 1 - [6- 
(trifluoromethyl)- 1 H-benzimidazol-2- 
yl] ethyl ) amino)pyrimidine-5 -carbonitrile 


D 






105 


N^-[2-amino-5-cyano-6-(methvlthio)pvrimidin-4-vl]-N^- 
r2-(tetrahvdro-2H-pvran-4-vnethvll-N-r3- 
(trifluoromethvnphenvllelvcinamide 


D 






N 2 [2 amino 5 cyano 6 (mcthylthio)pyrimidin 1 yl] N 2 
[2 (totrahydro 2H pyran ^ yl)othyl] N [3 
(trifluoromethyl)phenyl]glycinamide 


106 


N^-[2-amino-5-cvano-6-(methvlthio)pvrimidin-4-vl]-N-[3- 


D 






1 [2-(diethvlamino )ethvl] amino \ -5 - 
(trifluoromethvl)phenvl]-L-alaninamide 
N 2 [2 amino 5 cyano 6 (methylthio)pyrimidin ^ yl] N 


[3 ([2 (diothylamino)othyl]amino] 5 
(trifluoromethyl)phenyl] L alaninamide 


107 


2-amino-4-(methyIthio)-6-( {(1 S)-l -[6-(trifluoromethyI)- 
1 H-benzimidazol-2-y 1] ethyl } amino)pyrimidine-5 - 

carbonitrile 


D 






108 


2- {2-amino-5-cyano-6-[ 1 -(3-trifluoromethyl- 
phenylcarbamoyl)-lS-ethylamino]-pyrimidin-4-ylamino}- 
N-(3-trifluoromethyl-phenyl)-2S-propionamide 


D 






109 


N^-[2-amino-5-cvano-6-fmethvlthio)pvrimidin-4-vl]-N^- 
methYl-N-(3-methvlphenvnelvcinamide 


D 






N 2 [2 amino 5 cyano 6 (mothylthio)p>'rimidin 1 yl] N 2 
methyl N (3 methylphenyl)glycinamide 



45 



Table 2 



Entry 


Name 


p70S6K 


Akt-1 


PDK-1 


110 


N^-[2-amino-5-cvano-6-fmethvlthio)pvrimidin-4-vll-N^- 


D 






methyl-N- [3 -f 1 -methvlethyDphenvll elvcinamide 


N 2 [2 amino 5 cyano 6 (mothylthio)pyrimidin 1 yl] N 2 
methyl N [3 (1 methylethyl)phenyl]glycinamide 


111 


N^-[2-amino-5-cvano-6-fmethvlthio)pvrimidin-4-vll-N^- 


D 






fiminof nitroamino')methvll-N- [3 -rtrifluoromethvnphenvll - 


L-omithinamide 


N 2 [2 amino 5 cyano 6 (mcthylthio)pyrimidin 'I yl] N 5 


[imino(nitroamino)mothyl] N [3 (trifluoromothyl)phonyl] 

L omithinamide 


112 


methyl 3-( {N-[2-amino-5-cyano-6-(methylthio)pyrimidin- 
4-yl]-L-alanyl}amino)-5-(trifluoromethyl)benzoate 


D 


D 




113 


N^-r2-amino-5-cvano-6-(methvlthio)pvrimidin-4-vl]-N-f3- 


D 






nitrophenvO-L-alaninamide 
N 2 [2 amino 5 cyano 6 (methylthio)pyrimidin A yl] N 


(3 -nitrophonyl)-L-alaninamido 


114 


N'^-[2-amino-5-cvano-6-(methvlthio)pvrimidin-4-vll-N-[3- 


D 






ftrifluoromethvnphenvll-L-lvsinamide 
N 2 [2 amino 5 cyano 6 (methylthio)pyrimidin ^ yl] N 


[3-(trifluoromothyl)phonyl]-L-lysinamido 


115 


N'^-[2-amino-5-cvano-6-fpropvloxv)pvrimidin-4-vll-N-[3- 


B 






(trifluoromethvOphenvlJ-L-alaninamide 
N 2 [2 amino 5 cyano 6 (propyioxy)pyrimidin 1 yl] N 
[3-(trifluoromothyl)phonyl]-L-alaninamido 


116 


N^-[5-cvano-2- ([2-(methvloxv)ethvl]amino } -6- 
(methvlthio)pvrimidin-4-vl]-N-[3- 
(trifluoromethvnphenvl]-L-alaninamide 
N 2 [5 cyano 2 [[2 (mothyloxy)othyl] amino) 6 
(methylthio)pyrimidin 1 yl] N [3 
(trifluoromothyl)phonyl]-L-alaninamido 








117 


N^-r2-amino-5-cvano-6-fmethvIthio)pvrimidin-4-vll-N-r3- 


D 






ftrifluoromethvnphenvl]-L-argininamide 


N 2 [2 amino 5 cyano 6 (methylthio)pyrimidin ^ yl] N 
[3 (trifluoromothyl)phonyl] L argininamido 


118 


N^-r2-amino-5-cvano-6-(methvlsulfmYl)pvrimidin-4-vll- 


D 






N^-methvl-N-f3-rtrifluoromethvnphenvl]-L-alaninamide 




N 2 [2 amino 5 cyano 6 (methylsulfinyl)pyrimidin ^ yl] 
N 2 methyl N [3 (trifluoromGthyI)phonyl] L alaninamido 


119 


N^-r2-amino-5-cvano-6-('methvloxv)pvrimidin-4-vll-N'^- 
methvl-N-[3-ftrifluoromethvl)phenvl]-L-alaninamide 
N 2 [2 amino 5 cyano 6 (methyloxy)pyrimidin ^ yl] N 2 


D 






methyl N [3 (trifluoromothyl)phonyl] L alaninamide 



Table 2 



Entry 


Name 


p70S6K 


Akt-1 


PDK-1 


120 


N^-[2-amino-5-cvano-6-fpropvloxv)pvrimidin-4-vll-N^- 
methvl-N-r3-ftrifluoromethvl)phenvll-L-aIaninamide 


D 






N 2 [2 amino 5 cyano 6 (propyloxy)pyrimidm 1 yl] N 2 
methyl N [3 (trifluoromethyl)phenyl] L alaninamide 


121 


N^-f2-amino-5-cvano-6-fethvloxv)pvrimidin-4-vll-N^- 
methvl-N- [3 -f trifluoromethvUphenvll -L-alaninamide 


D 






N 2 [2 amino 5 cyano 6 (othyloxy)p>'rimidin ^ yl] N 2 
methyl N [3 (trifluoromethyl)phenyl] L alaninamide 


122 


N^- (2-amino-5 -cvano-6-[( 1 -methvlethvl)oxvlpvrimidin-4- 








vU-N-r3-ftrifluoromethvl)phenvll-L-alaninamide 


N 2 (2 amino 5 cyano 6 [(1 mothylothyl)oxy]pyrimidin 
A yl} N [3 (trifluoromethyl)phenyl] L alaninamide 


123 


N^-acetvl-N^-f2-amino-5-cvano-6-(methvlthio)pvriniidin- 


D 






4-vll -N- [3 -ftrifluoromethvl)phenvll -L-omithinamide 
N 5 acetyl N 2 [2 amino 5 cyano 6 
(mcthylthio)pyrimidin-4-yl]-N-[3- 
(trifluoromethyl)phenyl] L omithinamide 


124 


N^-[2-amino-5-cvano-6-CmethvIthio)pvrimidin-4-vIl-N-f3- 


D 






aminophenvlVL-alaninamide 


N 2 [2 amino 5 cyano 6 (mothylthio)pyrimidin 1 yl] N 
(3 aminophenyl) L alaninamide 


125 


3 -( { N -[2-am i no-5 -cyano-6-(methyhhio)py rimidin-4-yl] -L- 
alanyl } amino)-N-[2-(dimethylamino)ethyl]-5- 
(trifluoromethyl)benzamide 


D 






126 


2-(methyloxy)ethyl ((4S)-4- {[2-amino-5-cyano-6- 
(methylthio)pyrimidin-4-y 1 ] am i no } -5 -oxo-5- { [3 - 
(trifluoromethyl)phenyl]amino [ pcntyl)carbamate 


D 






127 


2-[2-amino-5-cyano-6-(ethyloxy)pyrimidin-4-yl]-N-[3- 
(trifluoromethyl)phenyl]hydrazinecarboxamide 


D 






128 


1 , 1 -dimethylethyl ((4S)-4- { [2-amino-5-cyano-6- 
(ethyloxy)pyrimidin-4-yl]amino} -5-0X0-5- { [3- 
(trifluoromethyl)phenyl]amino}pentyl)carbamate 


D 






129 


N-2-[2-amino-5-cyano-6-(ethyloxy)pyrimidin-4-yl]-N-[3- 


D 


D 


D 


130 


3-({N-[2-amino-5-cyano-6-(methylthio)pyrimidin-4-yl]-N- 
methyl-L-alanyl} amino)-N- [2-(dimethylamino)ethyl] -5 - 
(trifluoromethyl)benzamide 


A 


D 


D 


131 


3 -( {N- [2-amino-5 -cyano-6-(methylthio)pyrimidin-4-yl]-N- 
methyl-L-alanyl} amino)-N- [3 -(4-methyIpiperazin- 1 - 
yI)propyI]-5-(trifluoromethyI)benzamide 


A 


D 


D 



Table 2 





Name 




Akt-1 


PDK-1 


132 


N^-[2-amino-5-cvano-6-fmethvIthio)pvrimidin-4-vll-N^- 
methvl-N- (3 -rftrifluoromethvDoxvlphenvl) -L- 

alaninamide 

[2 amino 5 cyano 6 (mcthylthio)pyrimidin 1 yl] 
N- 2- mothyl N [3 [(trifluoromothyl)oxy]phonylj L 
alaninamide 


A 






133 


N^-|"2-amino-5 -cvano-6-fmethvlthio)pyrimidin-4-vll -N-fB - 


A 


D 


D 


bromophenvn-N^-methvl-L-alaninamide 


N-3 — [2 amino 5 cyano 6 (mothylthio)pyrimidin ^ yl] N 
(3 bromophenyl) N- 2- methyl L alaninamide 


134 


N^-[2-amino-5-cvano-6-(methvlthio)pvrimidin-4-vl]-N-{2- 


A 


D 


D 


{ r2-(dimethvlamino)ethvlloxv} -5- 
[ftrifluoromethvOoxvlphenvU-N^-methvl-L-alaninamide 


N- 2- [2 amino 5 cyano 6 (methylthio)pyrimidin ^ yl] N 


(2 ([2 (dimothylamino)othyi]oxy) 5 
[(trifluoromethyl)oxy]phenyl) N- 2- methyl L 
alaninamide 


135 


3-({N-[2-amino-5-cyano-6-(methylthio)pyrimidin-4-yl]-N- 
methyI-L-alanyl}amino)-N-(2-moipholin-4-ylethyI)-5- 
(trifluoromethyl)benzamide 


A 


D 


D 


136 


N'^-[2-amino-5-cvano-6-(ethvloxv')pvrimidin-4-vl]-N^- 
methyl-N- [3 -(trifluoromethvnphenvl]-L-lvsinamide 
N" 2- [2 amino 5 cyano 6 (ethyloxy)p)n'imidin A yl] 
N- 2- mothyl N [3 (trifluoromothyl)phcnyl] L lysinamido 


A 


D 


D 


137 


N^-[2-amino-5-cvano-6-(methvhhio)pvrimidin-4-vl]-N-[3- 


A 


D 


D 


([2-(dimethvlamino)ethYlloxv}-5- 
(trifluoromethvl)phenvl]-L-alaninamide 


N- 2- [2 amino 5 cyano 6 (mothylthio)pyrimidin 1 yl] N 
[3 [[2 (dimcthylamino)cthyl]oxy] 5 
(trifluoromothyl)phonyl]-L-alaninamido 


138 


(2S)-2-{[2-amino-5-cyano-6-(methyIthio)pyrimidin-4- 
yl]amino}-3-oxo-3- {[3- 
(trifluoromethyl)phenyl] amino } propyl acetate 


B 


D 


D 


139 


N^-[2-amino-5-cvano-6-(methvlthio)pvrimidin-4-vl]-N^- 
[3-ftrifluoromethvl)phenvl]-L-elutamamide 
— [2-amino-5-cyano-6-(mothylthio)pyrimidin-4-yl]- 
N- 1- [3 (trifluoromethyl)phenyl] L glutamamide 


B 






140 


2-[2-amino-5-cyano-6-(methyloxy)pyrimidin-4-yl]-N-[3- 
(trifluoromethyl)phenyl]hydrazinecarboxamide 


B 


D 


D 


141 


3-({N-[2-amino-5-cyano-6-(methyhhio)pyrimidin-4-yl]-L- 
alanyl}amino)-N-hydroxy-5-(trifluoromethyl)benzamide 


B 


D 


D 



Table 2 









Akt-1 


PDK-1 


142 


N^-[2-amino-5-cvano-6-fmethvIthio)pvrimidin-4-vI]-3- 
fdimethvlamino)-N-r3-ftrifluoromethvl)phenvll-L- 

alaninamide 


B 


D 


D 


N- 2- [2 amino 5 cyano 6 (mcthylthio)pyrimidin 1 yl] 3 
(dimothylamino) N [3 (trifluoromothyl)phonyl] L 
alaninamide 


143 


N^-[2-amino-5-cvano-6-fmethvlthio)pyrimidin-4-vll-5- 
morpholin-4-vl-N-r3-ftrifluoromethvl)phenvll-L- 
norvalinamide 

N" 2" [2 amino 5 cyano 6 (methylthio)pyrimidin 1 yl] 5 


B 






morpholin 4 yl N [3 (trifluoromothyl)phonyl] L 
norvalinamide 


144 


N^-f2-amino-5-cvano-6-fmethvlthio)pvrimidin-4-vll-N^- 
ri-Cmethvloxv^ethvll-N-rB-ftrifluoromethvnphenvll-L- 
omithinamide 

N" 2- [2 amino 5 cyano 6 (methylthio)pyrimidin 1 yl] 
N-5- [2 (mothyloxy)cthyl] N [3 
(trifluoromethyl)phenyl] L omithinamide 


C 






145 


3-({N-[2-amino-5-cyano-6-(methylthio)pyrimidin-4-yl]-L- 
alanyl} amino)-5-(trifluoromethyl)benzoic acid 


C 






146 


methyl N -[2-amino-5-cvano-6-(methylthio)pvrimidin-4- 


C 






vl]-N-[3-(trifluoromethvl)phcnvl]-L-a-Rlutaminate 


methyl N~ 2'" [2 amino 5 cyano 6 (mcthylthio)pyrimidin 
4 -y 1] -N- [3 -(trifluoromcthy l)phcny 1] -L - alpha- gl utaminato 


147 


N^-(aminocarbonvn-N^-[2-amino-5-cvano-6- 
(methvlthio)p vrimidin-4- vl]-N- 1'3 - 
(trifluoromethvnphenYl]-L-omithinamide 
N- 5- -(aminocarbonyl)-N- 2- -[2-amino-5-cyano-6- 
(methylthio)pyrimidin 4 yl] N [3 
(trifluoromcthyl)phcnyl]-L-omithinamido 


Q 


D 




148 


N^-[2-amino-5-cvano-6-(ethvloxv)pvrimidin-4-vll-N-[3- 
ftrifluoromethvnphenvIl-L-omithinamide 


C 


D 




N- 2- ■ [2 amino 5 cyano 6 (ethyloxy)pyrimidin 4 yl] N 
[3 -(trifluoromcthyl)phonyl] -L-omithinamidc 


149 


N^-[2-amino-5-cvano-6-(methvlthio)pvrimidin-4-vl]-N-[3- 


c 






ftrifluoromethvl)phenvl]-L-a-elutamine 
N- 2- [2 amino 5 cyano 6 (mcthylthio)pyrimidin 4 yl] N 


[3-(trifluoromcthyl)phcnyl]-L-alpha-glutamino 


150 


N^-r2-amino-5 -cvano-6-(ethvloxv)pvrimidin-4-vll -N- 13 - 

ftrifluoromethvnphenvl]-L-serinamide 
N- 2- [2 amino 5 cyano 6 (ethyloxy)pyrimidin ^ yl] N 


c 






[3 (trifluoromothyl)phonyl] L sorinamido 



Table 2 









Akt-1 


PDK-1 


151 


N^-[2-amino-5-cvano-6-fethvIoxv)pvrimidin-4-vI]-0- 
fphenvlmethvn-N-rS-CtrifluoromethvDphenvll-L- 

serinamide 








N- 2- [2 amino 5 cyano 6 (cthyloxy)pyrimidin 1 yl] 0 
(phonylmothyl) N [3 (trifluoromothyl)phoiiyl] L 
serinamide 


152 


N^-|'2-amino-5 -cvano-6-rethvloxv)pyrimidin-4-vll -N- [3 - 

ftrifluoromethvnphenvll-L-areininamide 


D 






N-3 — [2 amino 5 cyano 6 (othyloxy)pyrimidin ^ yl] N 
[3 (trifluoromethyl)phenyl] L argininamide 


153 


N^-[2-amino-5-cvano-6-(methvlthio)pvrimidin-4-vl]-N^- 
methvl-N''- { [(phenvlmethvOoxvlcarbonvll -N-r3- 
(trifluoromethvOphenvll-L-lvsinamide 
N" 2- [2 amino 5 cyano 6 (methylthio)pyrimidin 1 yl] 


D 






N- 2- mothyl N- 6- — ([(phonylmothyl)oxy]carbonyl) N [3 
(trifluoromethyl)phenyl] L lysinamide 


154 


Nalpha-[2-amino-5-cyano-6-(ethyloxy)pyrimidin-4-yl]-N- 
[3-(trifluoromethyl)phenyl]-L-tyrosinamide 


D 






155 


N^-[2-amino-5-cvano-6-rmethvlthio')pvrimidin-4-vll-N-[3- 


D 






Ctrifluoromethvnphenvll-L-omithinamide 


N-5- [2 amino 5 cyano 6 (methylthio)pyrimidin ^ yl] N 
[3 -(trifluoromethyl)phcny 1 ] - L-orn i th i namide 


156 


N^-[2-amino-5-cvano-6-(ethvloxv)pvrimidin-4-vl]-N^,N^- 


D 






dimethvl-N-[3-(trifluoromethvnphenvl]-L-lvsinamide 
N- 2- [2 amino 5 cyano 6 (cthyloxy)pyrimidin 1 yl] 
N- 6- ,N~ 6- -dimothyl-N-[3-(trifluoromothyl)phonyl]-L- 
lysinamide 


157 


N^-[2-amino-5-cvano-6-(ethvloxv)pvrimidin-4-vl]-N-[3- 
[(4-methvlpiperazin- 1 -vl)carbonvl]-5- 
(trifluoromethvDphenvll-L-alaninamide 
N- 2- [2 amino 5 cyano 6 (ethyIoxy)pyrimidin ^ yl] N 


D 






[3-[(4-mothylpiporazin- 1 -yl)carbonyl]-5- 
(trifluoromethyl)phenyl] L alaninamide 


158 


3-({N-[2-amino-5-cyano-6-(ethyloxy)pyrimidin-4-yl]-L- 
alanyl) amino)-N-(3 -pyrrolidin- 1 -ylpropyl)-5- 
(trifluoromethyl)benzamide 


D 






159 


3-({N-[2-amino-5-cyano-6-(ethyloxy)pyrimidin-4-yl]-L- 
aIanyl}amino)-N-(2-morpholin-4-ylethyI)-5- 
(trifluoromethyl)benzamide 


D 






160 


3-({N-[2-amino-5-cyano-6-(ethyloxy)pyrimidin-4-yl]-L- 
alany 1 } amino)-N- [2-(dimethyIamino)ethyI] -5 - 
(trifluoromethyl)benzamide 


D 


D 





Table 2 



Entry 


Name 


p70S6K 


Akt-1 


PDK-1 


161 


3-({N-[2-amino-5-cyano-6-(ethyloxy)pyrimidin-4-yI]-L- 
alanyl}amino)-N-[3-(4-methylpiperazin-l-yl)propyl]-5- 
(trifluoromethyl)benzamide 


D 






162 


N^-r2-amino-5-cvano-6-(ethvloxv)pvrimidin-4-vll-N^- 
methvl-N*'- 1 [fphenvlmethvDoxvlcarbonvU -N-[3- 
ftrifluoromethvnphenvll-L-lvsinamide 
N~3 — [2 amino 5 cyano 6 (othyloxy)pyrimidin ^ yl] 


D 






N" 2" methyl N" 6" ' ([(phenylmethyl)oxy]carbonyl] N [3 
(trifluoromothyl)phonyl] L lysinamido 


163 


1 , 1 -dimethylethyl ((4S)-4- {[2-amino-5-cyano-6- 
(ethyloxy )pyrimidin-4-yl]amino } -5-oxo-5 - { [3 - 
(trifluoromethyl)phenyl]amino}pentyl)carbamate 


D 






164 


(2S)-2-{[2-amino-5-cyano-6-(ethyloxy)pyrimidin-4- 
yl]amino}-3-oxo-3-{[3- 
(trifluoromethyl)phenyl] amino } propyl acetate 


D 






165 


phenvlmethvl N^-[2-amino-5-cvano-6- 
fethvIoxv')pvrimidin-4-vll-N-[3-(trifluoromethvI')phenvIl- 


D 






L-a-glutaminate 
phenylmethyl N~ 2~ ■ [2 amino 5 cyano 6 


(othyloxy)p3aimidin-4-yl]-N-[3-(trifluoromothyI)phonyl]- 
L alpha glutaminate 


166 


N^N^-diacetvl-N^-[2-(acetvlamino)-5-cvano-6- 
(methvlthio)pvrimidin-4-vl]-N-[3- 
(trifluoromethvDphenvll-L-omithinamide 
N"2-,N-5- diacetyl N-2- [2 (acetyiamino) 5 cyano 6 


D 






(mothy lthio)pyrimidin-4 -y 1] -N- [3 - 
(trifluoromethyl)phenyl] L omithinamide 


167 


2-(methyloxy)ethyl ((4S)-4- {[2-amino-5-cyano-6- 
(methylthio)pyrimidin-4-yl] amino } -5 -oxo-5 - { [3 - 
(trifluoromethyl)phenyl]amino } pentyl)carbamate 


D 






168 


N^- r2-amino-5 -c vano-6-( ethvIoxv)pvrimidin-4-vll -5 - 
morphoIin-4-vI-N-[3-rtrifluoromethvI^phenvIl-L- 
norvalinamide 
N-3 — [2 amino 5 cyano 6 (othyloxy)pyrimidin A yl] 5 
morpholin '1 yl N [3 (trifluoromethyl)phenyl] L 
norvalinamido 


D 






169 


N-((4S)-4-{[2-amino-5-cyano-6-(ethyIoxy)pyrimidin-4- 
y 1] amino ) -5 -oxo-5 - { [3 - 
(trifluoromethyI)phenyI]amino}pentyl)-N,N- 
dimethylmethanaminium 


D 







Table 2 



Entry 


Name 


p70S6K 


Akt-1 


PDK-1 


170 


Methyl N^-[2-amino-5-cvano-6-(ethvloxv)pvrimidin-4-vll- 


D 






N- [3 -ftrifluoromethvDphenvH -L-a- glutaminate 


Mothyl N" 2- [2 amino 5 cyano 6 (othyloxy)pyrimidin ^ 
yl] N [3 (trifluoromethyl)phenyl] L alpha glutaminate 


171 


N^- \2 -aniino-5 -cvano-6-fmethvlthio)pvrimidin-4-vIl - 
N^N^-dimethvl-N-rS-CtrifluoromethvnDhenvll-L- 
Ivsinamide 

N~ '2~' [2 amino 5 cyano 6 (methylthio)pyrimidin A yl] 
N- 6- ,N- 6- ■ dimothyl >J [3 (trifluoromothyI)phonyI] L 

lysinamide 


D 






172 


N^-[2-amino-5-cvano-6-(ethvloxv)pyrimidin-4-vIl-N^- 
methvI-N- ( 3 -rftrifluoromethvDoxvlphenvU -L- 

alaninamide 

N- 2- [2 amino 5 cyano 6 (ethyloxy)pyrimidin •1 yl] 
N-^ — mothyl N (3 [(trifluoromothyl)oxy]phonyl] L 
alaninamide 


J) 


J) 




173 


N^-r2-amino-5 -cvano-6-(ethvloxv)pvrimidin-4-vl] -N- [3 - 

('trifluoromethvl)phenvI]-L-a-gIutamine 
N- 2" [2 amino 5 cyano 6 (ethyIoxy)pyrimidin A yl] N 


D 






[3-(trifluoromothyI)phonyI]-L-aIpha-gIutamino 


174 


N^-[2-amino-5-cvano-6-fethvloxv)pvrimidin-4-vl]-N-('3- 

bromophenvD-N^-methvl-L-alaninamide 
N-2- [2 amino 5 cyano 6 (ethyloxy)pyrimidin A yl] N 


D 






(3-bromophonyl)-N- 2- -mothyl-L-alaninamide 


175 


N^- [2-amino-5 -cvano-6-(ethvloxv)pvrimidin-4-vl] -N ' -[3 - 


D 






(trifluoromethvl)phenvl]-L-elutamamide 
N" 2" [2 amino 5 cyano 6 (ethyloxy)pyrimidin A yl] 
N- 1- -[3-(trifluoromothyl)phonyl]-L-glutamamido 


176 


N^-r2-amino-5-cvano-6-(ethvloxv)pvrimidin-4-vI]-3- 
('dimethvIaminoVN-[3-(trifluoromethvnphenvI]-L- 
alaninamide 

2- -[2-amino-5-cyano-6-(othyIoxy)pyrimidin-4-yI]-3- 
(dimethylamino) N [3 (trifluoromethyl)phenyl] L 

alaninamide 


D 






177 


2-('2-amino-5-cvano-6-ethoxvpvrimidin-4-vIaminoV5- 
hvdrazinvl-5 -oxo-N-( 3 - 
ftrifluoromethvnphenvnpentanamide 


D 






Stmcturo possibly contains amino acid derivative which is 
not supported in current version! 
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Table 2 





Name 




Akt-1 


PDK-1 


178 


N^-[2-amino-5-cvano-6-fmethvIoxv)pvrimidin-4-vI]-3- 
fdimethvlamino)-N-r3-('trifluoromethvl)phenvll-L- 

alaninamide 


D 






N- 2- [2 amino 5 cyano 6 (mcthyloxy)pyfimidin 1 yl] 3 
(dimothylamino) N [3 (trifluoromothyl)phonyl] L 
alaninamide 


179 


N^- |"2-amino-5 -cvano-6-f methvloxv)pyrimidin-4-vll -N- [3 - 


D 






( r2-('dimethvlamino)ethvlloxvl -5- 
(trifluoromethvOphenvll-L-aianinamide 
N" 2" [2 amino 5 cyano 6 (methyloxy)pyrimidin 1 yl] N 


[3 ([2 (dimothylamino)othyl]oxy) 5 
(trifluoromethyl)phenyl] L alaninamide 


180 


N^-[2-amino-5-cvano-6-(ethvloxv)pvrimidin-4-vIl-N-|'3- 
{r2-(dimethvlamino)cthvlloxv)-5- 
(trifluoromethvl)phcnvl]-L-alaninamide 








N- 2- [2 amino 5 cyano 6 (cthyloxy)pyrimidin 1 yl] N 
[3 [[2 (dimothylamino)cthyl]oxyj 5 
(trifluoromethyl)phenyl] L alaninamide 


181 


N^- [2-amino-5 -cvano-6-rmethvloxv^pvrimidin-4-vll-N-r3 - 


D 






bromophenvn-N^-methvl-L-alaninamide 


N-3 — [2 amino 5 cyano 6 (mothyloxy)pyrimidin A yl] N 
(3 bromophenyl) N" 2- methyl L alaninamide 


182 


phenylmethyl N^-[2-amino-5-cvano-6- 
(methylthio )p vrimidin-4- vll-N- f 3 - 
(trifluoromethvl)phenvl]-L-a-elutaminate 
phenylmethyl N- 2- -[2-amino-5-cyano-6- 
(methylthio)pyrimidin 1 yl] N [3 
(trifluoromothyl)phenyl]-L-alpha-glutaminato 


D 






183 


N^-r2-amino-5-cvano-6-(methvlthio)pYrimidin-4-vIl-0- 
('phenvImethvIVN-[3-(trifluoromethvnphenvIl-L- 
serinamide 


D 






2- -[2-amino-5-cyano-6-(mothyIthio)pyrimidin-4-yI]-0- 
(phonylmothyl) N [3 (taifluoromothyl)phonyl] L 
serinamido 


184 


N^-[2-amino-5-cvano-6-(methvlthio')pvrimidin-4-vll- 
N^N^-bis^2-^methvloxv)ethvll-N-^3- 
ftrifluoromethvnphenvll-L-omithinamide 
]S[~ 2- -[2-amino-5-cyano-6-(methylthio)pyrimidin-4-yl]- 
N- 5- ,N- 5- bis[2 (methyloxy)cthyl] N [3 
(trifluoromethyl)phenyl]-L-omithinamidc 


D 






185 


1,1-dimethylethyl ((4S)-4-{[2-amino-5-cyano-6- 
(methyloxy)pyrimidin-4-yl]amino } -5 -oxo-5 - { [3 - 
(trifluoromethyl)phenyl]amino}pentyl)carbamate 


D 
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Table 2 



Entry 


Name 


p70S6K 


Akt-1 


PDK-1 


186 


N^-acetvl-N^-[2-amino-5-cvano-6-fethvloxv)pvrimidin-4- 


D 






vll-N-r3-('trifluoromethvnphenvll-L-omithinamide 
N- 5- ' acetyl l^h 2- [2 amino 5 cyano 6 


(ethyloxy)pyrimidin 1 yl] N [3 (trifluoromethyl)phenyl] 
L ornithinamido 


187 


N^-acetvl-N^-r2-amino-5-cvano-6-fmethvlthio')pvrimidin- 


D 






4-vll -N- [3 -CtrifluoromethvDphenvll -L-omithinamide 

5- acetyl N- 2- [2 amino 5 cyano 6 
(mothylthio)pyrimidin 1 yl] >J [3 
(trifluoromethyl)phenyl] L omithinamide 


188 


N^-[2-amino-5-cvano-6-(methvloxv)pvrimidin-4-vll-N^- 
methvI-N- ( 3 -fftrifluorotnethvDoxvlphenvU -L- 

alaninamide 

N- 2- [2 amino 5 cyano 6 (methyloxy)pyrimidin 1 yl] 
N-^ — mothyl N (3 [(trifluoromothyl)oxy]phonyl] L 
alaninamide 


D 






189 


methyl 3-( {N-[2-amino-5-cyano-6-(mcthyloxy)pyrimidin- 
4-yl]-L-alanyl}amino)-5-(trifluoromethyI)benzoate 


D 






190 


3 -( {N- [2-amino-5 -cyano-6-(methyIoxy)pyrimidin-4-yI]-L- 
alany 1 } amino)-N- [2-(dimethyIamino)ethyI] -5 - 

(trifluoromethyl)benzamide 


D 






191 


N^-[2-amino-5-cvano-6-(methvlthio)pvrimidin-4-vl]-3- 
morpholin-4-vl-N-[3-(trifluoromethvr)phenvl]-L- 
alaninamide 


D 






N- 2- [2 amino 5 cyano 6 (mcthylthio)pyrimidin 1 yl] 3 
morpholin-4-yl-N-[3-(trifluoromothyl)phonyl]-L- 
alaninamide 


192 


N^-[2-amino-5-cvano-6-(methvloxv)pvrimidin-4-vl]-3- 
morpholin-4-vl-N-[3-(trifluoromethvnphenvl]-L- 
alaninamide 

N" 2- [2 amino 5 cyano 6 (methyIoxy)pyrimidin ^ yl] 3 


D 






morphoIin-4-yI-N-[3-(trifluoromothyI)phonyI]-L- 
alaninamide 


193 


N^-[2-amino-5-cvano-6-(ethvloxv)pvrimidin-4-vI]-3- 
morphoIin-4-vI-N-[3-(trifluoromethvnphenvI]-L- 

alaninamide 

N~ 2~' [2 amino 5 cyano 6 (cthyloxy)pyrimidin A yl] 3 
morphoIin-4-yI-N- [3 -(trifluoromcthyI)phonyI]-L- 
alaninamide 


D 
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Table 2 





Name 


[} /UiaOjv 


Akt-1 


PDK-1 


194 


-f aminocarbonvn-N^- [2-amino-5 -cvano-6- 
fethvloxv)pvrimidin-4-vll-N-r3-('trifluoromethvl)phenvll- 








L-ornithinamide 
N-5- (aminocarbonyl) 2- [2 amino 5 cyuno 6 


(othyloxy)pyrimidiii 4 yl] N [3 (trifluoromothyl)phonyl] 
L omithinamide 


195 


N^-[2-amino-5-cvano-6-rmethvlthio)pyrimidin-4-vll-N-|"3- 


D 


D 




ftrifluoromethvDphenvll-D-lvsinamide 


N-3 — [2 amino 5 cyano 6 (mothylthio)pyrimidin 4 yl] N 
[3 (trifluoromethyl)phenyl] D lysinamide 


196 


N^-[2-amino-5-cvano-6-(ethvloxv)pvrimidin-4-vl]-N-[3- 
CtrifluoromethvOphenvH-D-lvsinamide 


D 


D 




N- 2- [2 amino 5 cyano 6 (cthyloxy)pyrimidin 1 yl] N 
[3 (trifluoromcthvDphcnvl] D lysinamide 


197 


N^-[2-amino-5-cvano-6-(ctiivloxv)pvrimidin-4-vll-0- 
methvl-N-[3-(trifluoromcthvnphcnvl]-L-scrinamide 


D 






N- 2- [2 amino 5 cyano 6 (cthyloxy)pyrimidin 4 yl] 0 
mothyl-N-[3-(trifluoromothyl)phonyl]-L-sorinamido 
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N^-[2-amino-5-cvano-6-rmethvlthio')pvrimidin-4-vll-N^- 
fmethvlsulfonvn-N-fS-rtrifluoromethvnphenvll-L- 
omithinamide 

N-5 — [2-amino-5-cyano-6-(mothylthio)pyrimidin-4-yl]- 
N- 5- (methylsulfonyl) N [3 (trifluoromethyl)phenyl] L 


D 






omithinamido 
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